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(57} Abstract 

Novel quinolinc derivatives and quinazoline derivatives represented by general formula (I) which have an inhibitory effect on the 
autophospnorylation of growth factor receptors originating in platelets and pharmaceutically acceptable salts thereof pharmaceutical 
compositions containing these compounds; and a method for treating diseases relating to the abnormal proliferation of cells such as the 

»P~ ?*HorCM alkyLorR, *ndR 2 together form C,, alkylene; X represents O, 
b or l,h 2 , w represents CH or N; and Q represents substituted aryl or substituted heteroaryl. 



(5 7) mm 
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R i R 2 (i-fc fctt o TC x - c 3 ©t;u* 1/ >*3^fiRt 5 *>©T-fc *) s X tt 
0> St^liCH 2 T-*0> WliCH*fcl±NT*?K QliWfcSttfcT »J 
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jhf" star If""* 

§As;i-?*~ ^ss|iJiA«™ ft?****-," «H?:t«'* M 
§i&— Hffc~ B£«r" 
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m m m 
& m # m 

* jt ft m 

gB? (platelet-derived growth factor, kTRDGF^Bg-f) 'ii'CMlWI 
gtimifemt: LTfctk *T-t>PDGF(i^^lBflaii®B^ i LTS»Oii$I • 
MtmmzMt>^T^Z>Zttf%}C>tlT\,^(.CeU, 46. 1550986)) 0 Lri>Ltt^' 

PDGF^PDGF^(*:©ii^J^C^9*fflJ?aii®->^^^©igj|J^-C4,^ N dtit, 
$«JL^W^$nTl^aExp.Med..l75 , 1413(1992))ri<. JnTDGFtfi:^ ^ > 
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& o lofl&gft Knmte'&mzmtz i -a * * 0 ^b#(c & ^ t (* c ©«^ 

fc^JtiXjtKlc^tlT i ^ § (Cancer Research, 54 , 6106(1994) >, Proc. Natl. Acad. 
Sci.USA.,92,2558(1995))o Kl±<DZtfrt>, PDGFggfrgB U >8KfcPl#W 

^^©PDGF^S^eBU^bPfl^JiLTl^ 0Jx.tf. 
U>S<i:LT. J. Med. Chem. , 37, 2627(1994), J. Med. Chem. , 37, 2129(1994) „ 
O^¥6-507643^-&fg N 3-7 U -jMV 'J >3S<i: LT X Cancer Research, 
54,6106(1994) *5«fc!>'4-t 0 l) v^b-2- 7'J-Jl/t: <J ^ v^gi: Lt> Proc. Natl. 
Acad. Sci. USA. ,92, 2558(1995) J&<*D£tlT^*o 

** % /»J >#&©4ft£*U<I©g£3&jjH\ BSm^^^Ji^lS^^LT^ 
Lfc«ig£WU ^oPDGFSS^gBU>®?^©PlSfFffl^W-f-5ib^(i. * 

&*&&©*; 'J >^^<b L"C(i> - 2 4 6 2 6 3^&fgK 
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IB**ftTH* {4- [(7-7DD-4- + ;.j-;l,) ++ .>] 7l - ; n 

Sfc. 4-7'J-WJ>l:«t«t > ©4LT, J. Med. Chem. , 14. 1060C1971) 
. Acta Chin. Hung. , 112_, 241 (1983). #&Bg 6 3 - 5 1 3 7 5 7 

***3101544* #£¥l-2 4 62 6 3^£8L *Bti*3 9 3 64 

**Wtt, P D G FgSttgB >KftoBm««#T«if»fbM«M 

% W © §g ^ 

•©■WW?, m*?* tzimm®?** lt%& l *<b6«^ 



WO 97/1 7329 



4 



PCT/JP96/03229 




N 



W 



(I) 



R l iR 2 tt-ft^* oTC x - C 3 OT;b+ 1/ >ZBf$.tZ t>©T*£ , Wli 

1 W^CH0^ N 

(a) XfiOife/cteSTr&frK Q(i, 

5$ (II) : 



mliU 2*fcti3T?*!K RgfcMBBiJfcCN N 0 H N A D y>, c 
3$ (HI ) : 




(ID 
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o 1 o 

C 1 -C 4 7^3 + >>T*t)> Y. ZtiR|B#{w*fctt{i»!|tcN*A:ttCH 

5£ (IV) : 




K4\ mfc^tfRg' tt«E»©€«iEI*-C*»3 x R.tiH. C - C . 7 

^ JL D 

(b) XteO. StfcliCHgf*^ QfcU 
« (V) : 




K4\ jfe«fctfkttfigiJ{cOtfc(ilT*»). R 5 {i®SiJlzHt/c(iC 1 - 
C 4 7;^;bT-*t)> A(iC 1 -C g 7;b+;K C 1 - C 5 7;l^,K ^ 
(C 3~ C 10 ) 7 ^*^ C 1 -C 4 7^3*->*^#-JK 7x_;W ^-7 

^ 4 
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y**->x c 1 -c 4 7^+;i/7^y. (C x -c 4 7;u+;u) 7$ a 

C0 2 H, CONH 2 , N- (C 1 -C 4 7;b+;U) 7^ h\ N, N-v- 
(C 1 " C 4 7;l/+Jl/) 75 K > C 2 -C 4 7;^;U7$ H\ HJ7;M-oy^ 
;k c 1 ~ c 4 7 Jl * Jl/ **- is.=-)W W&y*-JK 7W*-> S w&7* 

i^7x^f^ y*.-ji, (C 1 -c 4 7;u^;U) „ 
i^7x-;b (C 1 -C A T)\,*)l) x t°»J i?;k f^v^k b"'J ^ >^;k 
fj^v^k fD>J>?^;k tfX'Jv^k tX7y-jk *t^7^ 
€-^7h'j^;k -^/'J^k +^v*'J-;k K>w;k g&'Ov'-f ;k£fcte 
C 2 - C 4 7 t/)Vir> z>mtRZ tiZ 1-5 H®S&£&£- LT^T t> «k < „ B (i. 
O, S. NH N NCN, NRg 6 (CCT% R g (i C j - C 5 7^ 

* (V) : 



■So } o 





(V) 



WO 97/17329 



7 



PCT/JP96/03229 



W\ X, Q> Rg N R 3 ' N r 4 , R^ Rgx Y . Z N A, B, m, j fe^tf 
k li m feic fen T£g L £il 0 £ 0 

y7f;k s-y^JK <>*M <fV<>*JK 

t -O^-Jl ; 

MR ( C 3 -C 10 ) 7)l*)l : i/?nzfu b\»k y^p^k u'O 
f-Jk ^n^+^k S/^n's^f-jK »>^d^-^^;K 7*>>^ ; 

C 1 ~ C 3 7;l,+ U > * : * v > x * ^ > >\ 7o 

c 2 " c 4 T : 7-fe*;k 7o t°^-r.;k 7> 'J ;u ; 
C 1 -C 4 7^+;l.T$y : /^7^y N xf-;l,7$ A yafA7;A 

y - (c l ~ c 4 7 $ y : >m ^ y > v**j\,t $ y N 

obVbr^ y N >>7*^;b7$ y ; 
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tfof-*. ^v^fW, s-T^l/f-;*-. t-r^^f-^; 

g&7x^.;b: CN. N0 r OH, NH 2> ^n^>, C 2 - C 4 7;Mr;k 
MR (C3-C x Q ) 7;u*;k C x - C 4 7^3^> N c 2 -C 4 7^3*-> 
c x -c 3 t;u+p>^+^ C j - C 4 7;U*;U7 S A 

(C 1 -C 4 7;b+^) , <>7V;U*^(iC 2 -c 4 7e/;u©^^t»^ti'ti5 

I^7xy + y : CN, NO^ OH, NH^ ^d^> x C 1 - C 4 7J^ 
JK «tt (Cg-C 10 ) 7^+^k C 1 -C 4 7;b3+>. C 1 -C 4 7^n 

+ »>^;u^;k c 1 -c 3 7;b+i/>^+i/. c 1 -c 4 7;u+;U7^ 

;u (C x -C 4 7;M^i/) . ^>vV;l/*/c(iC 2 -C 4 7->>'U©4 3 *^3l{iti 

1^7x-;^t : CN> N0 2 . OH. NH^ '^u>fy, q ^-q ^ T)[/ 
*>W 8M* (Cg-Cj Q ) 7^+;k c 1 -c 4 7;U3 + > n c 1 ~c 4 7^ 

V ~ ( c 1 - c 4 ^^^) 75 A C 2 -C 4 7;U4-^7^ K> h'j7MD 
C 1 -C 4 7;u+;i/^^ 7x^k 7x/ + -a ^x-;^^-. 
(C 1 -C 4 7^+^) > OvV;U^^:JiC 2 -C 4 7 v^Otf^^iKf 

ggK^AOU : CN. NO^ OH. NH 2 , ^of^ C x -C 4 7>M=- 
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;k MR CC 3 -C 1 Q ) 7Jl>*JK C 1 -C 4 7^3+v/. c 1 -c 4 7^3 
>- (C 1 -C 4 7^+^) 7;A C 2 -C 4 7;M^U7S H\ F'J7Md 
(C 1 -c 4 7;^;b) , OVJ Jisttzitc 2 -c 4 7is)l®tpfrz>mif 

t/ctivu^r^ v>=m^ 
ft®* tiz ko-c-fi vtuite ;4^:i am -5 * t- tti \, 
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S) 
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3 1 

T^t«Ci*<T*5o flU-tf. Org. Synth. Col. Vol. 3, 272(1955). Acta Chim. 
Hung. J2, 241 (1983) tt iTOiatt©^tt*<* S 0 EITOltttfS L T O S £ 
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:i ^^c 'MWHfc **«b^ 17*. 150 Mn «ttE( 1 9 



1 g LP (H) , 5£ (III ) ^feti^ (IV) gg^ftSjjS 

a. X*<0-eab^^tl©^ : 

b . Xtf S T'&Zit&®}<D&j£ : 

2 3; (i) «K Q^g; (v) k (y) 43, j fc.fctfk&<£ fetco-gft&i 




CI 
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M%Kmmv7mmmmztit:7 -MztiLT. xm mm*, j. 

Chem. Soc. . Chem. Commun. , 1157(1993). Synlett, 1157(1994)) JCfSK£*iTl^5;l> 
(III) hij7^D^>x;^t-hSfcl^ 7 f;l'h"'7A (III) h 'J 7 

-2 0 0°CO|g^ ff£L<(* 130-18 O^CigffllcT^^^^M^^ 
i #~ 5 ^ I < I* 1 0 #~ 1 B^fpffl £-t±-£C<hl::ck^§tt 
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0J*-l*x Xt^Org.Syn., 51. 139(1971)) §B«©J£rF©#i3c£«k £ 7 7 
(«. > 2 0 0 - 3 0 0 V ) t & C t K «fc 0 a* £ OEH^ett LfcS-7«j- 
N-5>/****A75 K) 7K^k^K'J7Aiit>{c^80~150°C 




C Xa<CH 2 T?&Sffc£4&©&fifc: 

X*«CH 2 T*« (I) T**ft*fc£tttt. *H5-0L Cutler) 6oj.Aa 
Chen.. Soc.Jl_. 3375(1949) ICfE«©;fr££?!jE LTttW * d i^Tl * 0 c 
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3 5 

*#*o &<,>T\ X-r^f KJ.K.Stille)t»©J. Org. Chem.. 48. 4634(1983) KI2$© 
#&f::ftl\ ^fc&jg (#];U^ fh7tKD77» 4- (4-7'o^ 

t'X (F'j7x^X7>f » /n°5v>'-7A (II) ?D'J K) 
^Mb&^£S^* c t frills So 




3 ^ (i) o* <a; (v) ra cv) 43, Btto-c»t) N jai^M. 
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A) ©#£T^ d ff >4t7 JUrJltm * Z t K «fc V> 5 Ci § * 0 

mmtzt Ko + y$IiS$ix x;U{c^LT4 on* y y 

#W£ft£ 0 cn*4iJO©3Erjftfct5^>7^*^7 S >ttzlt7 y -;U7 ^ 



I- 

[ 
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mu mmmm w*.^ n, N-i^mw; k) 4\ 



X*<CH 2 -e**a; (I) T/T*ftSft^|l4, a h ^-(R. Cutler) b ©J. Am. 
Chem.Soc.Jl_. 3375 (1949) KE«©^lcJ:oT«HW-SCi*<-l?*-5 0 c<D 

*7'J >^£ft£»U ai^^TSbtlS ^7 U-;UKSl7Hr h 




R 




0Y 



c. 
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N-P>f^A7S K) 43, £g Wilis **ffc*MJ*A) ©#ffiTT- 




4 g LU fe (V) (V) ^ jteJ:cyk^fcici-gfeai 




WO 97/17329 



PCT/JP96/03229 



4 0 



«CH 2 tf*5o ] 

B#NCNT?**jfc&ttti % — fe> (H. J. Petersen) b©J. Med. Chem. , 21, 
773 (1978) ICEH© j& ffi K J: o zWOtt S C <!: *<T- £ *« 
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4 1 




±ie i - 4 &n« +y >; >^n^* s ^ ji 4- * v* > n^©^ ii N 

in *jgja©iy^©jy| 
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4 2 



vimu (fw.«r^ mas^ » &t&^ 

H&ttK(i N £P*J£LTl;U iif^JlM. WML m®#L *suy7m 

ztibo&mmmi^ mnm^tiT^zmmL mmm> mmu 
^Jisv-xtet-fr ; mmmtixi^ mm, t ; >^> > 7)\,*>m+h*)* 

E^M^^©*^Bj©>fl:^o^fi[i N ^oJWffiiciBirTJItt*^ sift 

^fflgg^ o. 5-50 wm%. * l < ti. 1-20 nm%umx& s 0 

fi^OJB^IcjCCTSgfcjestiW 1-10 Omg/kg {fcm^ L 

< (i 1 ~ 5 Omg/kg &fi©ieffl-e& t) „ d ft£ 1 B 1 @^ fcli&@K##T&-^ 
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4 3 

m m m 
mmmi 

mBSn D p©2, 6-7tKa + y7-7^l/>(9 6 1mg)^N, N-i^f-;U 
*Jl,ATi K (100ml) <c^>L^ i£8£*g*A (1. 2 4 4 g) £fln 
^StCTS^t^o (1. 14ml)^,<^7L 

* H — NMR (CDC 1 3 , 90MHz) : 8 3. 8 9 (s, 3 H) , 
7. 0 0-7. 18 (m, 4H), 7. 5 3-7. 7 0 (m, 2H) 
(FD-MS, m/z) :174 (M + ) 

(1 2) 

4-*an-6. 7-v>V h^>*y U > (75mg) <hfUfe#|l 6 - 
^ Ky-2-7-7F-;b (17 4mg) £g£U 18 0 C C*3 0^^L 
Kie«^**^**>/T-bh> (2/1) T"®§3*S»fi^y*y;l^ 
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X H-NMR (CDC 1 3 , 9 0MHz) : 5 3. 9 6 (s, 3 H) , 4. 0 

7 (s, 3H), 4. 08 (s, 3H), 6. 53 (d, J = 5. 71Hz, 1 

H) , 7. 18-7. 36 (m, 3H) , 7. 56-7. 91 (m, 5H) , 8. 

5 0 (b r, 1 H) 

KAftffiHI (FD-MS, m/z) :361 (M + ) 

6, h4'>-4- (2-j-7?-)l**i/) *j'i)y (i p) 

4-^dd-6, Y*i/*J U> (4 5mg) tmm&CD /3-+7 h 

(14 4mg) £*I£U 18 0W2BSPbTO$L*:'<£, %m\2 tmU?) 

mmz^-oxmmu m.me>n&®*4 5m g . jr^6 8%nnfz 0 

H — NMR (CDC 1 3 . 9 0MHz) : 6 4. 0 5 (s, 3 H) , 4. 0 

6 (s, 3H), 6. 52 (d, J=5. 28Hz, 1 H) , 7. 27-7. 6 
1 (m, 6H) , 7. 7 5-8. 0 0 (m, 3H) , 8. 5 0 (br, 1 H) 

li^ffl (FD-MS, m/z) :33 1 (M + ) 

mm a 

(1 3) 

4-*dd-6, 1-2/ b*>*;*)> (8 9mg) £mjRS©7 
y-2-7-7h-;b (2 09rag) £jR£U 1 8 0W3 0»nBa»Lfc|fe % 
&li«2£M©i*ftK:«J:oTfllt!!U £S©ft&$j£5 9mg N jR^4 1%T- 

1 H-NMR (CDC1 3 , 9 0MHz) : 6 3. 9 2 (s, 3 H) , 4. 0 
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5 (s, 3H), 4. 07 (s, 3H), 6. 54 (d. J = 5. 49Hz, 1 
H) , 7. 1 0-7. 2 4 (m, 3 H) , 7. 4 9-7. 9 1 (m, 5H) , 8. 
49 (d, J =5. 49, 1H) 
Kit##Hi (FD-MS, m/z) :36 1 (M + ) 

* H — NMR (CDC 1 3 , 9 0MHz) : <5 4. 0 0 (s, 3 H) . 6. 7 
9-6. 89 (m, 2H), 7. 3 0-7. 4 8 (m. 2 H) , 7. 69-7. 
9 0 (m, 2H) 
«»##ril (FD-MS, m/z) :174 (M + ) 

H»6 

6, 7->> V h*i/-4 - (5-/ 1 - f7f;l/tty) ±ZJL> 

(1 1) 

4-^od-6, 7-^h + ->+yiJ>(85mg) <tH»0J5T?»fc5 - 
> h + i/- 1 -±i (6 7mg) *fi£U 1 8 0°C*2 O&im&Liz 

* H — NMR (CDC 1 3 , 9 0MHz) : 54. 0 4 (s, 3 H) , 4. 0 
8 (s, 6H), 6. 3 1 (d, J =5. 2 7Hz, 1 H) . 6. 8 3-6. 9 
2 (m, 1H) , 7. 3 4-7. 6 1 (m, 4H) , 7. 7 5 (s, 1 H) . 
8. 2 0-8. 2 9 (s, 1H), 8. 43 (b r s, 1 H) 



WO 97/17329 PCT/JP96/03229 

4 6 

OTbMfH (FD-MS, m/z) :361 (M + ) 

6, h*->-4- (4 — r> K'J;m-^-» 'J > (l 7) 

4-*oo-6. h + ->+y U> (1 1 2mg) £ rfJHSoo© 4 — t K 

D*S/-f>K-/b (2 0 0mg) *«^U 18 0W3 0»IW»Lfc o Kfc 

I*?DD*;i,A/ft8xfA (3/1) TSMt^^Bv'U^y^ovh^ 

1 H-NMR (CDC 1 3 . 9 0MHz) : 6 3. 9 5 (s, 3 H) , 3. 9 
6 (s, 3H), 6. 08-6. 13 (m, 1 H) , 6. 35 (d, J=5. 2 
8Hz, 1H), 6. 83-6. 93 (m, 1 H) , 7. 29-7. 4 5 (m, 
5H), 7. 62 (s, 1H), 8. 40 (d, J = 5. 05Hz, 1 H) 
Kifc##HlE (FD-MS, m/z) :32 0 (M + ) 

^560J8 

6, (3, 4-^ht>>7tyt'» t;»J> (8) 

4-^dd-6, 7-^hm;'J>(90rag) £rfftifi<Z> 3. 4-5> 
^ ^'>7x;-yb (18 7mg) fcg^U 18 0W3 0^j|jfL^ 

U »{^M2 6mg, JR^l 9%-e^ 0 

1 H-NMR (CDClg, 5 0 0MHz) :63. 87 (s, 3 H) , 
3. 93 (s, 3H), 4. 05 (s, 3 H) . 4. 06 (s, 3 H) . 6. 4 
5 (d, J =4. 9 Hz, 1H) , 6. 7 5 (d d, J =2. 4 Hz, 9. 2H 
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z. 1H), 6. 75 (d. J=2. 4Hz, 1 H) , 6. 93 (d, J = 
9. 2Hz, 1H) , 7. 4 2 (s, 1 H) , 7. 5 7 (s. 1H), 8. 4 8 
(d, J=4. 9Hz, 1H) 

»M#*ri£ (FD-MS, m/2) :341 (M + ) 

6, 7-->V h^->- 4 - (6-^7 4-y »J > (j 5) 

4-*no-6. 7-vV h***yy> (90mg) i»06-hKn 
*' >+;,J> (1 7 6m g) fcftffiu alllM8&n»0|iffTKJ6«J:cqilH 
1-5Ci^<t«3^<D^%^6 2mg N J0^4 6 9$Tf§fco 

X H-NMR (CDClg, 5 0 0MHz) : 8 4. 0 5 (s, 3 H) . 
4. 06 (s, 3H), 6. 56 (d. J=5. 5Hz, 1 H) , 7. 44- 
7. 62 (m, 5H), 8. 13 (d, J=8. 5Hz, 1 H) , 8. 22 (d, 
J =9. 2Hz, 1H) . 8. 5 3 (d, J =4. 9 Hz, 1 H) , 8. 9 4 
(d, J = 4. 3Hz, 1H) 

WBWrtt(FD-MS. m/z) :3 3 2 (M + ) 

mmmi o 

6, l-Vj. Y*i/-4 - (,q -7^ D 7x^y) *J ■>> (4) 

4-*dd- 6 , 7-^ h*S/*y U> (lOOmg) i«©3-7;l, 
tD7x; " 4 ' (0 - 2 0ml) «*U 180W305}WLfc o ^ 

tt«7£ L T»fc»**^*tf >/TO** *t«WU I^dd atbh 
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X H-NMR (CDC 1 3 , 5 0 0MHz) : 8 4. 04 (s, 3H), 

4. 0 6 (s, 3H) , 6. 5 6 (d. J =4. 9 Hz, 1 H) , 6. 9 3 (d. 

J=9. 2Hz, 1H), 6. 95-7. 05 (m, 2H). 7. 39-7. 4 

5 (m, 1H) , 7. 4 7 (s, 1 H) , 7. 5 0 (s, 1 H) , 8. 5 3 (d, 
J=4. 3Hz, 1H) 
M##rffi (FD-MS, m/z) :2 9 9 (M + ) 

H»J11 

6, 7- -^y (3-fc H'p^->7^y *y 'J > (5) 

4-*nn-6. 7 Y*i/*J V > (3 0 Omg) trftmSh® 

y*JT*7—Y (0. 8 3 5ml) £g£U 1 8 0^*3 0$MSHW*Lfc o 

3 7 m g % 9 %Tl#fco 
1 H-NMR (CDC1 3 , 500 MHz) : <5 4. 01 (s, 3H), 
4. 02 (s, 3H) , 6. 4 8 (t, J =2. 4 Hz, 1 H) , 6. 5 9 (d. 
J=5. 5Hz, 1H), 6. 77 (dd. J=2. 4Hz, 7. 3Hz, 1 H) 
.6. 8 2 (dd, J =2. 4 Hz, 8. 6 Hz, 1 H) , 7. 3 3 (t, J = 
7. 9Hz, 1H) , 7. 39 (s, 1 H) , 7. 4 7 (s, 1 H) , 8. 40 
(d, J=5. 5Hz, 1H) 
MfeWrflL (FD-MS, m/z) :2 9 7 (M + ) 
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mmmi 2 

.6, 7-->V h^->- 4- (4-7at7xMy) *J 'J > (7) 
4-?dd-6, 7-^h+^;>j>(l. 00g) imB5 D D n©4-yo 
* 7i; " ;1, (1 1 5m ^ **S£U 1 8 0°C*4 0^Fa^L/c o ^Jt^ 

^no^^AM^IgfD^TKT^^ son- h u ^«Lfc 0 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 54. 04 (s, 3 H) , 
4. 05 (s, 3H), 6. 48 (d, J = 4. 9Hz. 1 H) , 7. 08 (d, 
J=8. 5Hz, 2H), 7. 43 (s, 1 H) , 7. 51 (s, 1 H) , 
7. 58 (d, J= 8 . 5Hz, 2H), 8. 51 (d, J=4. 9Hz, 1 H) 
Si^I(FD-MS, m/z) :3 5 9 (M + ) , 36 1 (M + +2) 

$mmi 3 

4-?nn- 6 , 7-^y h + (102mg) tlt®l&<D2-S h 

+ '>7xy-;K0. 5ml)^ u 1 5 0t+8^WHl«iLfco RJ6»^ 

7 6mg, iR$5 4%T{|fc 0 

H — NMR (CDCl gi 9 0MHz) :6 3. 78 (s, 3 H) . 4. 0 
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5 (s, 3H), 4 . 05 (s. 3H), 6. 31 (d. J= 5 . 3Hz, 1 H) 
. 6. 9-7. 4 (m, 4H). 7. 42 (s, 1 H) , 7. 63 (s, 1 H) , 
8. 45 (d, J=5. 3Hz, 1H) 
M*MIt* (FAB-MS. m/z) : 3 12 (M + +l) 



HWJ14 

6. T_z21 o-y h4->^^y^'» u > (2) 

4-*no- 6 , 7-^h*s,*y.;> (i 0 3mg) i«© 3 -^ 

^ 7i; "* (158mg) *«*u leowe^wuo raesa^ 

f-£t?*fS!!U ^g©{fc£#f£2 9mg N ]R^5 2%T^f tz 0 

1 H-NUR (CDC1 3 , 9 0MHz) :<? 3 . 8 2 (a. 3 H) , 4. 0 
4 (s. 3H). 4. 05 (s, 3H), 6. 53 (d, J= 5 . 3Hz, 1 H) 
• 6. 7-6. 9 (m, 3H) , 7. 3 5 (t. J -7. 0Hz, 1 H) , 7. 
43 (s, 1H), 7. 54 (s, 1 H) , 8. 50 (d. J=5. 3Hz, 1 
H) 

(FD-MS, m/z) : 31 1 (M + ) 



1 5 



4-*od- 6 , 7-WF*^y.j> (103mg) £mi&n D Q ©4-y h 
+ (2 8 6mg) fcjteU 15 0W6l«W»Lfc. S^g^ 



WO 97/1 7329 PCT/JP96/03229 

5 1 

ATKf ^ -> 'J * f;^ 7 A ^ □ 7 h ^7 7 ^ -KJ;*}*j|KU SflOlte 
$j£2. 2 1 g, JK$8 8%-e^c 0 

* H — NMR (CDC 1 3 , 9 0MHz) :<5 3. 8 5 (s, 3H), 4. 0 
5 (s, 3H) , 4. 0 5 (s, 3H) , 6. 4 1 (d, J =5. 3 Hz, 1 H) 
. 6. 97 (d, J=9. 5Hz, 2H), 7. 14 (d, J=9. 5Hz. 2 
H) . 7. 4 3 (s, 1H) , 7. 5 8 (s. 1H), 8. 4 6 (d, J =5. 
3 Hz, 1H) 

MMftVttil (FAB -MS, m/z) :312 (M + +l) 
H« 1 6 

6, 7-v?/- h^->-4- (5-^y UjM^Q *y »; > (1 4) 
4-?no-6, 7-v^ ^>*/>j> (50mg) iffJ^nO 5 - h Kn 
(5 0mg) £*I£U 17 0W10«jflfc o Sfcil^ 

*LTlfc^^t>/Bixf;b (i/i) -cmm&. II^dd^A 
/y^y-^ (5 0/1) T-Srai--5»JB->';*y^D-eN^7^-(cJ:t) 
*fSHU ^SO>fb^l^4 7mg N iK$6 4%^t 0 

* H — NMR (CDClg, 9 0MHz) : 5 4. 0 6 (s, 3 H) , 4. 0 
1 (s, 3H) , 6. 35 (d, J=5. 3Hz, 1 H) , 7. 2-7. 5 (m, 
3H) , 7. 68 (s, 1H) , 7. 7-8. 4 (m, 3 H) , 8. 46 (d, 
J=5. 3Hz, 1H), 8. 49 (dd, J = l. 76Hz, 4. 17Hz, 
1H) 
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mm&vm (fd-ms, m / Z ) :3 3 2 cm + ) 

6, 7-ynt->-4- (l-^-7^;M-*» 4-7 'J > (9) 
4-^od-6, 7-v^ h + v+y l>> (97mg) trffRS© 1 h 
(3 4 Omg) £g£U 1 5 0W8B#M#L/c o RJEl^fiAlIt 

ttmM^^y/wm^Ji (3/1) -egMSL ?ddua/^;-^ 
(1 0 0/1) Tg§i§*£^y #W2/5A?nv h^7>f -K«fc!3*j$8S!U 

Mi^+^>/g^g?i^;u (i/i) -ejgga-rssB^'jay^Dvh^? 

4 - IC.J; o TSJgff * d £ T*. mm<D4t&b£ 5 7 m g . IR¥ 4 0 %T^fc 0 

H - NMR (CDC1 3> 90MHz) :64. 05 (s, 3H), 4. 0 

5 (s, 3H), 6. 32 (d, J=5. 3Hz, 1 H) , 7. 2-7. 6 (m, 
5H) , 7. 74 (s, 1H) , 7. 8-8. 0 (m, 3 H) , 8. 3 5 (d, 
J=5. 3Hz, 1H) 

(FD-MS, m/z) :33 1 (M + ) 

8 

6, 7-5?/ h*>-4- C5 — f > KU ^^-4=-'» 4V U > (1 6) 
4-?on-6, 7-^n*WJ> (1. Og) imBSn a n©5-t Kn 
*W>K-;M1. 19g)£zS£U 150W1. 5i$IBl«#Lfco K£ 
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^7 7-r-icJ:»)»»!U mM<D<t&®£8 98mg, iR$6 3%-e*ffc e 

2 H-NMR (CDC1 3 . 9 0MHz) : 5 4. 0 5 (s, 3 H) , 4. 0 
7 (s, 3H) . 6. 42 (d, J= 5 . 3Hz, 1 H) . 6. 5-6. 7 (m, 
1H), 6. 9-7. 6 (m. 5 H) , 7. 67 (s. 1H), 8. 44 (d, 
J = 5. 3Hz, 1H) , 8. 55 (b r, 1 H) 

mmmm cfd-ms, m/ Z ) .-320 cm + ) 
1 9 

4-*oo- 6 , 7-^ h + y+;>J> (50mg) irfJ®^© 3 

( 7 7m g ) *a^u 1 8 o»asmiiz 0 mm 

* H-NMR (CDC1 3> 90MHz) : 6 3. 7 9 (s, 3 H) , 4. 0 
1 (•. 3H), 4. 03 (s, 3H), 6. 84 (d, J = 4. 8Hz, 1 H) 
• 6. 9-7. 5 (m, 6H), 8. 45 (d, J = 5. 1Hz, 1 H) 
M#*r*S (FD-MS, m/z) :32 7 (M + ) 

n«j2 o 

.6, h*->- 4 - (A -/ h^y 7 x-W) tZl> (j 1 8) 

4-^ dp- 6 . 7-i>V F + ->^'j> (50mg) £mSSn D a©4 
^>-tf>^-;b (6 3mg) *«* U lSOW^WWlfc, gftfl 

i s t mmmmz * -> xtnm u mz ? a D * ^^Mt « c <t k * », « 
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H-NMR (CDC 1 3 , 9 0MHz) : 5 3. 8 8 (s, 3H) , 4. 0 
3 (s, 3H), 4. 05 (s, 3H), 6. 60 (d. J=4. 8Hz, 1 H) 
, 7. 1 5 (d, J =8. 7 Hz, 2H) , 7. 3 8 (s, 1 H) , 7. 3 9 
(s, 1H) , 7. 52 (d, J=8. 8Hz, 2 H) 8. 39 (d, J=5. 
1Hz, 1H) 
S1MKFD-MS, m/z) :3 2 7 (M + ) 

Hife#J2 1 (#%#J) 

rfJI£DD©4 -^d^7x; -;U (1 7. 3g) £N. N - *Jl*Jl>A7 i 
K (9 0ml) Kjgft?Lfc&. *^T7K^b^- K 'J 7A (2. 6 4 g) Ztinz.tZo 
MfcTKT-mm'&^ ^DDyf;Mf^x-f;b (8. 3 5ml) ZljQiL, 

1 8. 2 5 g. 1R$8 4 %T1#^ 0 
1 H-NMR (CDC 1 3 , 9 0MHz) : S 3. 4 6 (s, 3 H) , 5. 1 
3 (s, 2H), 6. 91 (d, J=9. 2Hz. 2 H) , 7. 38 (d, J = 
9. 2Hz, 2H) 

WmftVtm (FD-MS, m/z) : 2 1 6 (M + ) ,218 (M + + 2) 

mm&)2 2 (#%w 

4- M -n-y^;l/^>- 1 h*W^;U7xy-;l/ 
^fe#j2 lTlife4-yo^-l-y h + >>^f;l,7x;-;b (15. 9 9 g) 
£&7Kf - h7tKD75> (20ml) K&8?U T )13 y%m%T^f&El s w 
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^*->*At&* (1. 97g) ^JD^s HtC3^©&7]<xh7t KD77>S 

^IfiClo fcdfT\ fh7tKn77> (10ml) fcfcf? LfcffrJIRi§&© 
«fbM-n-7*A*X (2 3. 9 9 g) W,<0ilTlfc, £&*4I$ 

fc.kt>**I©{b£1&£3 i. 3 9 g N JK^l 0 0«-e»fc o 

1 H-NMR (CDClg, 9 0MHz) : <5 0. 8 0-1. 6 5 (m. 2 7 
H) , 3. 48 (s, 3H), 5. 17(s, 2H), 6. 91-7. 42 (m, 
4H) 

K»£«ftt (FD-MS, m/z) :4 2 8 (M + +l) 

^»J2 3 (#%#J) 
4-kF'o^->7x-;l/ 4-h'j7^a^f-^7x-^ »h> 

(1. 28 2g) £rf!KiS©4 - (h'j7Ato/f;|/) OW^n "j K 
(6 2 6mg) t^DD*^ (5ml) fc»#U ffiJRS©tr* (h'J^x- 
» (II) ?o>J K (8mg) *A*U 5l»mKLA:. 

*W^***AT?iailLfco ttEETm«£tft^»^n^SS (1. 0 28 
g) *fh7kKD75> (2ml) * (5ml) i6N«[K** 

* (1 2m 1 ) 5#mmiiZo BUtSLGmzmmiti- b 0 71 

*^£x--r;UT#®U x-x^^TKfiifEK^^^^A^jSi^ 
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Kfi##HI (FD-MS, m/z) :26 6 (M + ) 

(4-h'j7;btD^f^7x-;b) { 4 - [(6) 7 - >7 ^^_ 4 _^ 

1 x.-)\A *5Jy (2 9) 
4-?dd-6, h + WJ>(81mg) iH»J23-e^^4 

(2/1) T-Sggi-5»g«>U*>!r p ;l,^D-7h^7 7^-lcJ:*)3fi|85!U ^© 
<fc£$l£ 9 8 m g „ mm 6 0 %Trmtz 0 

^ H — NMR (CDC l 3 , 5 0 0MHz) : 5 4. 0 3 (s. 3H) , 4. 
06 (s, 3H), 6. 68 (d, 1 = 4. 9Hz, 1 H) , 7. 29 (d, J 
= 8. 5Hz, 2H), 7. 46 (s, 1 H) , 7. 47 (s, 1 H) , 7. 7 
8 (d, J =7. 9 Hz, 2H) , 7. 9 1 (d, 1 = 7. 9Hz, 2H) , 
7. 9 4 (d, 1=9. 2 Hz, 2H) , 8. 5 9 (d, 1=4. 9 Hz. 1 H) 

K»##Ht (FD-MS, m/z) :4 5 3 (M + ) 

^&fc#)2 5 (#%W 

4-bKp^y7x-;b 4 -y f-;U7x._;b »h> 
HWJ2 2T^4- h 'J-n-7>;l^>-l -y h + ^f^7 £ ;-;b 
(1. 282 g) <hrf5g£ D D D0 4- h J Jl >? n >J K" (4 6 4mg) £?nn* 

(5ml) lc$gfl?U rfjffi D D n © h'7. ( h 'J 7 jl X7^>) 
(II) ^ n «J K (8 m g) £A*U 8 L £ 0 ^SS&4&l£f|Jfe0J2 3 £ 
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L^o 8JE 1 FmM8£&mizmm (96 7mg) *fh7kKn77>(0. 5 
ml) \z®MZi£, tK (4ml) t 6 (1 0ml) ^17^1 

lmg x JR$3 4%T*#fc 0 
«ft5r#rM (FD-MS, m/z) : 212 (M + ) 

HWJ2 6 

(4- [( 6, 7->7F^^-4-4yjyl/)^y] 7x_;M (4-y 
^_;U) y 9 j > (3Q) 

4-^dd-6, 7-i>V V> (89mg) iiii2 5t»||fc4 

-tKn + y 7l ^ 4-/T)\,-7 >rYy (2 48mg) £jl&U 
1 8 0W1 0^P B m^L^ H^J2 4i|H}^077STi!t^-SCiJc t i:^ x 
iiO^i&l 1 8mg. IR$7 4%T**#*: 0 

H — NMR (CDC 1 3 , 5 0 0MHz) : 8 2. 4 5 (s, 3H) , 4. 
03 (s, 3H), 4. 06 (s, 3H), 6. 65 (d, J=5. 5Hz, 1 
H), 7. 27 (d, J=8. 6Hz, 2 H) , 7. 30 (d, J=7. 9Hz, 
2H). 7. 46 (s, 1H), 7. 49 (s, 1 H) , 7. 74 (d, J = 7. 
9Hz, 2H) , 7. 9 1 (d, J =8. 5 Hz, 2 H) . 8. 5 7 (d, J = 
4. 9Hz, 1H) 
Hftfttfflit (FD-MS, m/z) :3 9 9 (M + ) 

Wfom2 7 (##M) 

(1. 2 8 2 g) i»©3-7nD'<>>A;^DiJ K (5 2 5mg) 
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DD *^ (5ml) KfflRU mig D D D Ot'x (h'j7iXj^7-f » /<5 
A (II) *o'J K (8mg) £A*U 7l*BB««ELfco &£&gfe&£Ifcffl 

AT«£«Lfco «ET»»e±»»fcSjK (1. 9 1 4 g) ©ft, -SU (l. 5 
63g) fh7tKo77> (1ml) tK (7ml) £6 

N*iteK»« (17ml) £ttl*.T8B#RBtelEL*:o Sfcg^&fclSJfefll 2 3 £ 
I^O^-e&lL, *e©ft£&£3 1 3mg. JR$2 296T?»fc 0 
K»5rtFffii (FD-MS, m/z) :2 3 2 (M + ) 

H»J2 8 

(3-^Q D7x-;b) (4- [(6, 7-^^ 'J;l/) ^-^ 

4-?ud-6, 7-vV h + ^;'J> (89mg) <tHJ6«l2 7"C»fc3 
-^ DD7i ^ 4-tKn + <>7x^ (2 7 9mg) ^ u 

1 8 0t*2 O^iK^Lfco 0Ufe0»l2 4 i^O^Tfl^SCilckD^ 

1 H-NMR (CDC 1 3 , 500MHz) : 6 4. 0 5 (s, 3H) , 4. 
01 (s, 3H), 6, 71 (d, J=5. 5Hz, 1 H) . 7. 31 (d, J 
= 8. 5Hz, 2H), 7. 51 (s, 1 H) , 7. 69 (s, 1 H) , 7. 9 
4 (d. J=8. 5Hz, 2H), 8. 12 (s, 1 H) , 7. 37-8. 03 
(m, 4H) 

SS^ffi (FD-MS, m/z) :419 (M + ) 
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$mm2 9 cmnm) 

4 - t -7f;b7xz;l, 4-yh^->7x-;l *rVy 
rf5SSD° Q 0-hn^^> (5ml) 4\ ifflRBOTi V-Jl (54 lmg) irfT 
iD D a<D4-t-^;K>^^DijF (9 8 3mg) tm&OX* > i?v 
MnDhVyjWa/fyxji,**-^ (4 92mg) ^1jq^ 6 0tl:t2 

i vzrumw i tio Kfom&vuZTkt ?uu ^^u^w^ ? o o *)i>Amzm 
>T*mmt z •> ox Y)iti i> a ? u -7 b ? < - \z ± mm u mmoitm 

£8 6 2mg, ^m&A%X-mz 0 
MMftftm (FD-MS, m/z) :2 6 8 (M + ) 

^&fe0J3O (#%0J) 

(8 6 2mg) £N, N-^mWi K (3 5ml) KigjgU * M 
-7A^y h + «> k (5 6 2mg) *Jd^ T;U^>5?a^T3^r B ^ L/c 0 

7 9 4mg N JR^9 7%T'^ti 0 

^ H-NMR (CDC 1 3 , 5 0 0MHz) : 51. 3 6 (s, 9H) , 
6. 9 2 (d, j=8. 5Hz, 2H) , 7. 4 9 (d, J =8. 6Hz. 2 H) 
. 7. 7 2 (d, J = 7. 9 Hz, 2H) . 7. 7 9 (d. J =8. 5 Hz, 2 
H) 

nmftVrm (FD-MS. m/z) :2 5 4 (M + ) 

i 
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mmmzi 

(4-t -rf;b7x-^) (4- [(6, 7 -it* h*i>-4-*7 y M 
7*-jl} y $ j y (3 2) 

4-? on- 6, h*->*y;> (341mg) iHJ6W30T»fe 

4- t -y^jU7x^.;U 4-tKo + ->7i-;l' > h > (7 7 5mg) £g 

1 H-NMR (CDC 1 3 . 5 00MHz) 38 (s, 9 H) , 4. 

04 (s, 3H) , 4. 06 (s, 3 H) , 6. 65 (d, J=5. 5Hz, 1 
H) , 7. 27 (d, J=8. 6Hz, 2 H) , 7. 4 5 (s, 1 H) , 7. 5 

0 (s, 1H), 7. 52 (d, J=8. 5Hz, 2H), 7. 78 (d, J = 
8. 6Hz, 2H), 7. 94 (d, J =8. 6Hz, 2 H) , 8. 57 (d, 

J = 4. 9Hz, 1H) 
M#tfrM (FAB-MS, m/z) :44 2 (M + +l) 

hm^>j3 2 mnwt) 

rfrB£«S©^hn,f (5 0ml) eK mH£o D D©7^v-;U (3. 2 4 4 g) 

1 r^BSno© 4-7x — > y ^ n 'J K (6. 5 0 0 g) irfflRSO-fvf- 
^k*-7A (ill ) HJ:7;M-oy h (i. 86 1g)£fln;U 

6 0 o CliT2 4^t^L/Co KJfi®£«M-7k£*oo*wUATasSU 
*^A^^7K8EBI^r*^^A^«LMEET^SiLT?|fc^ (9. 8 
4 2g) ©— «B (1. OOg) £IR>K ^*^y/T* YycWmtZ^V-hV 
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1 H-NMR (CDC 1 g, 5 0 0MHz) : 6 3. 9 0 (s, 3 H) , 6. 
98 (d, J =8. 5Hz, 2H), 7. 40 (t, J=7. 3Hz, 1 H) , 
7. 48 (t, J=7. 3Hz, 2H), 7. 65 (d. J=7. 3Hz, 2H) 
, 7. 76 (d. J=8. 6Hz, 2H), 7. 85 (d, J=8. 5Hz, 2 
H) , 7. 8 7 (d, J =9. 2Hz, 2H) 
MEfttftm (FD-MS, m/z) :28 8 (M + ) 

mmm3 2T~nti4-h'7*-j\, 4-^ h+^x^ *h>(2 6 7m 
g) £N, N->?yf;b^7? K (2 0ml) fc*|?U M * A ^ 
h + S/K (16 2mg) 7;W>^T3^S«Lfc, RlSffl^fe 

0%') >m&®mt&wtx.i-)i>T:'AmL m&x-i-Jimzo. summmk 

-f SCilcJ;^ mm<D{t&yi$:2 0 7mg, iR^8 2%Tr^i^ 0 

1 H-NMR (CDCl 3 , 5 0 0MHz) :<56. 91 (d. J=8. 5H 
z, 2H), 7. 43 (t, J = 7. 3Hz, 1H), 7. 52 (dd, J=7. 
3Hz, 7. 9Hz, 2H), 7. 70 (d, J=8. 5Hz, 2H), 7. 7 
5 (d, J = 7. 9Hz. 2H) 7. 77 (d, J=7. 9Hz, 2 H) , 7. 
83 (d, J = 7. 9Hz, 2H) 
SS^tffM (FD-MS, m/z) :2 7 4 (M + ) 
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H»J3 4 

(4- [(6, 7-vy h^->-4-^yj;b) 7x£jj C4-b° 

y^y > (3 3) 

4-*no-6. 7-^h + y+;>J>(65mg) £f|jW3 3 T^fc 4 
-k*7iJi;U 4-tKD+y7x^b * h> (7 9mg) £g&U 1 8 0 
o Ctp3 0ftf B mWLtz o aa*)l/*/mtx.*)l (1 0/1) T- 

mmt 4 »jb -> u * d ^ h r 7 7 - jw «fc o »« l . mmvit&to* 5 0 

mg, JR$3 7%Ti§fc 0 

X H-NMR (CDC 1 3 , 9 0MHz) : <5 4. 11 (s, 3 H) . 4. 1 
4 (s, 3H) , 6. 74 (d. J=5. 3Hz, 1 H) , 7. 3 0-8. 09 

(m. 15H), 8. 65 (d, J=5. 3Hz, 1 H) 

Si^ffl (FAB-MS, m/z) :4 6 2 (M + ) 

HJ60J3 5 m^ffl) 

ffiJRS©-hn/*> (10ml) ^ mi&«S©7^ V-;b (1. 0 8 1 g) 
imfiSo D D©2-^7 h-OU?o>j K (1. 9 06 g) <krfjKS©-f y A 
(III) MJ7;btD^^>7M4-h (6 2 0mg) £Jn;U 6 0*^^X8 

^tSBBt" £ > l> ii 7 A ? □ v h 7 7 - <c £ 0 flfSSJ U ^jg®<fl:£ 
#f£8 1 7mg, WmZl%T~ntz 0 

1 H-NMR (CDClg, 50 0MHz) : 6 3. 8 9 (s, 3H), 6. 
98 (d, J = 9. 2Hz, 2H). 7. 53 (t, J=8. 6Hz, 1 H) , 
7. 58 (t, J=9. 2Hz, 1H), 7. 8 6-7. 9 3 (m, 6 H) , 8. 
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21 (s, 1H) 
»«£*rffi (FD-MS, m/z) :262 (M + ) 

MMW3 6 (#%#]) 

ttWS^-y^xi* 2-*7*A, n>(735mg) 
*N. N-S?y^*AA7 5 K (2 0ml) KtMU +bV*J*+*t h* 
»>K (4 9 1mg) Zm*., 7*rf>3JH«T5«fBW«Lfco 
»J3 3i^« 0 ^ lt5ciw ^ «BOft^»* 5 9 5mg N 

X H-NMR (CDC 1 3, 5 0 0MHz) : 5 6. 9 3 (d, J =7. 6H 
*. 2H) , 7. 61 (t, J = 7. 0Hz, 1H) , 7. 67 (t, J= 7 . 
3Hz, 1H). 7. 74 (d, J-8. 5Hz, 2 H) . 7. 78-7. 80 
On. 1H), 8 . 0 2-8. 1 0 (m. 3H), 8. 2 5 (s. 1 H) 
JUbHftl (FD-MS, m/z) :2 4 8 (M + ) 

^&fe#J3 7 

(4- [(6, 7-yn^-4 -^ij^)^ l7l ^ } 

Zf2k) > (3 4) 

4-*o D - 6 , 7-5VM^+y.j> (H2mg) ±aafe*J 3 6T?»fc 
4-kKo + .> 7i ^ 2 -*7** n>(124mg)^ui8 

ot* 3 o»Bw»Lfc. ^aM«imi0aK*«^ h u * d d 

«±ft*&tLttltt (22 7mg) ©-* (50mg) «R«k *od*a,a/ 
(5/1) •CMmt*Wm>s9i,YA,9vTrbr974--izj:t )mm 
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U mmwt&Vat 1 1 m g N JR$2 3%-e^/c 0 

H-NMR (CDC 1 3 , 9 0MHz) : 6 4. 0 5 (s, 3 H) , 4. 0 
7 (s. 3H), 6. 70 (d, J=5. 3Hz, 1H), 7. 35 (s, 1 H) 
. 7. 4 8-7. 9 0 (m, 5H) , 7. 9 6-8. 0 5 (m, 6 H) , 8. 2 
9 (s, 1H) , 8. 60 (d, J = 5. 3Hz, 1 H) 
m&fttirm (FAB -MS, m/z) :4 3 6 (M + +l) 

^Jfe0J3 8 (#%09) 
4 h^v/^ jl— ;U 2-f-Ji— ;U » h > 

rfJESiF D ®-bn^> (1 0ml) ^ tfflfc&CDT-V-Jl (1. 08 1 g) 
£mflRS©2— 7V>OI/*oy K (1. 4 6 6 g) irfJISo^©^ y rJl> t** A 
(III) Hj7^tD^>xW-h (6 2 0mg) eO^JcTS 

W^9 6 5mg, JR^4 4%V&tz 0 
1 H-NMR (CDC 1 3 , 5 0 0MHz) : 53. 89 (s, 3 H) , 6. 
98 (d, J=8. 5Hz, 2H), 7. 16 (dd. J=3. 7Hz, 4. 9 
Hz, 1H), 7. 64 (d, J=3. 7Hz, 1 H) , 7. 68 (d. J=4. 
9Hz. 1H) . 7. 90 (d. J=8. 6Hz, 2 H) 
Jt*a#?tt (FD-MS, m/z) :218 (M + ) 

nmmz9 (#%#i) 

4-bKp^->7x-;l/ 2 -f-j.— ;b »h> 

3IWJ3 87?^^4-y h*v/7x-;b 2-^i-;t> 7"h> (804mg) 
£N, N-^f;^A7; K (3 0ml) KigfftPU tf^Afty 
*>K (6 4 5mg) £Jn;U 7^=f>^i8filT5l^raJ8«Lfco KfSm&to&m 
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»J3 z tmmoxmm^ t&wu mt^)imzmimm-?y*i/<5i,-i: 

*7^?a^b777<-?mmzztizj:t>. mmcHt&®£7 0 2m g> 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 6. 8 4 (brs, 1H), 
6. 93 (d, J=8. 5Hz, 2H), 7. 14 (dd, J= 3 . 7Hz, 4. 
9Hz, 1H), 7. 64 (d, J=3. 7Hz, 1 H) , 7. 68 (d, J = 
4. 9Hz, 1H), 7. 83 (d, J=8. 5Hz. 2 H) 
Sf*##Hii (FD-MS, m/z) :2 0 4 (M + ) 

^$fe#J4 0 

{4- [(6, 7-^h^->-4-^yiJ;| / ) t^y] 7x-jH (2-^ 
/ (3 6) 

4-*od-6. 7-*>V h + ^y U> (1 12mg) <L^0>J39Tl#* 
4-tKD+y 7 x_^ 2-f-x^b y h> (l 02mg) m&L 16 
0^*4 0^«^L/c o ^?g^^||WJ2 4 i|Hl^©^i4T|fgi-r^C i 

* H — NMR (CDC 1 3 , 5 0 0MHz) : 6 4. 0 4 (s, 3 H) , 4. 
07 (s, 3H), 6. 65 (d, J-5. 5Hz, 1 H) , 7. 20 (dd, 
J=3. 7Hz, 4. 9Hz, 1 H) , 7. 29 (d, J=8. 5Hz, 2 H) , 
7. 47 (s, 1H), 7. 49 (s, 1 H) , 7. 70 (d, J= 3 . 1Hz. 
1H), 7. 75 (d, J=4. 9Hz, 1 H) , 8. 00 (d, J= 8 . 6H 
2, 2H) , 8. 58 (d. J=5. 5Hz, 1 H) 
M##f#L (FAB-MS, m/z) :3 92 (M + +l) 
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(4-^QD7x-i) ( 4 - [(6t 7 -. >y h ^. > _ 4 _ + y 

->] y*-M / $ j > (37) 

4-^oo-6, 7-S^ h + v+yj> (1 12mg) £ mig D n o© 4 - * n 
D7:t^ 4-tFa^7x^ ^rh> (3 4 9mg) ZM&U 1 80 
°C^2 0^}f^L^o SJMM£^£?DD*;UA/i^J^,L, (5/1) T jg 
8§-T 5 i£« is V ttY.Jl't D7 h^'^^^f -lc«fc^)i(i^Lx gjgO* b&$l£ 2 6m 
g. TOl 2%~CUtz 0 

X H-NMR (CDC 1 3 , 9 0MHz) : 8 4. 0 3 (s, 3 H) , 4. 0 
7 (s, 3H) , 6. 6 6 (d, J =5. 3 Hz. 1H), 7. 19-7. 3 4 

(m. 2H), 7. 4 4-7. 5 6 (m. 4H), 7. 7 1-7. 99 (m, 4 
H) , 8. 5 8 (d, J =5. 3Hz, 1 H) 

K»##rM (FD-MS, m/z) :419 (M + ) 

H»J4 2 

(4-7;^ n7x-i) (4- [(6. 7 - it/ v- 4 )V) * 

±j/] / ?;y (3 8) 

4-?op-6, 7--^y h*i/*y >J> (1 12mg) <hmBSn D p© 4 
^07*^ 4-tKD + ->7x^ ^rh> (3 2 4mg) 17 

or*2 Qftmwftuz 0 KfcmsMznmm* 1 tmm^^mmt^zt 

K<fc<^ mmcDit^^l 1 4rag, JR*5 7%T^fc 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) :<5 4. 0 4 (s, 3H), 4. 

07 (s, 3H), 6. 65 (d, J=5. 5Hz, 1 H) , 7. 18 (d, J 

= 8. 5Hz, 1H), 7. 20 (d, J=8. 5Hz, 1 H) , 7. 27 (s. 

1H) , 7. 28 (s, 1H) , 7. 4 7 (d. J =8. 5 Hz, 2 H) , 7. 
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86 (d, J=8. 5Hz, 1H). 7. 88 (d, J=8. 5Hz, 1 H) , 
7. 90 (d, J=8. 5Hz, 2H), 8. 58 (d, J=4. 9Hz, 1 H) 
K»##Hi (FD-MS, m/z) :4 0 3 (M + ) 

H»J4 3 

(4- [(6, 7-^h 4'>-4-^iJ;b)^y/] 7x-;H (y^^ 
)\>) (3 9) 

4-*oo-6. 7-*V h + WJ> (91mg) <trfrl£n D o©4 - k Ko 
*i"<>'/7x;> (2 4 3mg) *fi£U 18 0t*3 0^WU„ R 

im&mznmm 3 1 <t mostt-emr*- s c & c * & . «®<f eg** 3 8 

mg N JR*P2 4%Ti#fco 

1 H-NMR (CDC 1 3 , 9 0MHz) : 6 4. 0 3 (s. 3 H) , 4. 0 
5 (s, 3H), 6. 66 (d, J = 5. 3Hz, 1 H) . 7. 31-7. 99 

(m, 1 1H) , 8. 57 (d, J = 5. 3Hz, 1 H) 

KAfttfHI (FD-MS, m/z) :3 8 5 (M + ) 

3, 5-i>V h^*> h;Ux> 
T-k Fz h (2 0 0m 1 ) IzmWiShVXJUs J ~)l (5. 7 7 g ) 

V/f-JUmt (8. 4 7ml) 4fc»*y*z, (12. 3 g) ^Jp^T. 
2. 5 Wil^ L£ 0 RJtS1^4&***{w*{j- N ? n d^^AT?^®^ ? n o 

(5/1) TSB3n^'J*m7A^D7^7 7 ^ 
-^*§SShf-£C£{;:J;tK 11011:^5, 0 4g. iK^8 2%T^fc 0 
H — NMR (CDClg, 5 0 0MHz) : 5 2. 30 (s. 3H), 
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3. 7 6 (s, 6H) , 6. 3 0 (s. 1 H) , 6. 3 7 (s, 2H) 

n«j4 5 mnm) 

2. h^->-4-yf;b7x-;i/ 4 -/ ^->7x-ji. y h > 

&7kxh5t Ko77> (10ml) ICH»J4 4Ti#*:3, h + v/ 

h;Ux> (1. 0 0g) £igft?U ^^fflmT-4 5 t C4'rlTBSn D n©2. 5M© 
n-y^;UU^^A-^^>^ (2. 9 0ml) 3 05>FbTO$ 

lfc 0 Mlc, rUI£,5i©4 -y h + i"<>^^DiJ K (1. 2 3 g) 
t Kd77> (1 0ml) fcJgJBU -45WT^< OjD^fco 1B#EIM 

^f-^ (5/1) ~(:m$tZ>vV1]>f)l1i ; 7J*?X2-? hf^yj -Tfgsu-rsc 
£K<k<^ ^S©lb&#l£3 8 4mg N iR^2 0%T^fc o 

1 H-NMR (CDC l 3 , 5 0 0MHz) : 6 2. 4 0 (s, 3 H) , 3. 
6 9 (s, 6H) , 3. 8 5 (s, 3H) , 6. 4 3 (s, 2 H) , 6. 8 9 
(d, J=9. 2Hz, 2H), 7. 82 (d. J=9. 2Hz, 2 H) 

^Sfe0>J4 6 (#%0>J) 
2, 6-7t:Kn^^-4-yf-^7x-;i/ 4-b Ko^->7x-;l> Y 

Wtmct*\sy (10ml) \z%W9\\ 5T*'f§*:2, B-'J/ h*i/- 4 _ 
**Jly*-jl 4-^*->7x-;l, ^rh>(3 2 1mg) M 
^mfiSiS© h V 7"ott: 7 > (34 9ml) < l?»n^^ ^§t£-7j— $ 
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ji^g^t 51* 9 a^r 

* H — NMR (CDC 1 3 , 5 0 0MHz) : 52. 1 6 (s. 3H) , 6. 
16 (s, 2H), 6. 79 (d. J=8. 6Hz, 2H), 7. 56 (d, J 
= 8. 5Hz, 2H) 

(2, 6- v?bKo»'>-4-yf^7x-;l/) (4- [(6, 7-v>Vh* 
->-4 UAQ jjg] ^jL_;b} y^y> (4 2) 

4-^oo-6, h + S/*y<J> (6 1mg) iHJS0»J4 6 

6-ytKD+->-4-^^7i^;b 4-tKo + y7xz;b y h > 
(lOOmg) ZiS^lsyyv^-jlsyjl-jijL-TJl (0. 5ml) (c^jg 

1 7 0^2 o#HHw*Lfc„ rat«M*iftftiKift*** h «; * 

/*9J-j), (l o 0/1) ^BBB-#-**>U*^l/*5A^o-7hr57-f -tc 
«fct)*iiSS!U mm<Dit&®!Z3 2mg > W27%m 0 

^ H — NMR (DMSO, 5 0 0MHz) : 
5 2. 18 (s, 3H) , 3. 9 0 (s, 3 H) , 3. 9 5 (s, 3H) , 6. 
20 (s, 2H) 6. 68 (d, J=4. 9Hz, 1 H) , 

7. 32 (d, J=9. 2Hz, 2H) , 7. 42 (s. 1 H) , 7. 4 3 (s, 
1H) , 7. 82 (d, J=8. 6Hz. 2 H) , 

8. 54 (d, J=5. 5Hz, 1H) 

R*#*r£ (FD-MS. m/z) :4 32 (M + +l) 
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H»J4 8 

6, 7-^n^r->-4- (4--hQ7x;4-» 4-7 'J > 
4-^no-6, l- ! Jt h + ->+y »J> (1. 8 4 g) £rfJS£o° D ©4-- h 
n7x;-;K3. 4 2g)£*Hf> 17 0ricT5 0ara«#Lfco 

5A?dv h?*5:M -KJiDttBU mm®it&®}$:4. 5 4 g. 42^8 9% 

1 H-NMR (CDC 1 3 , 500 MHz) : 6 4. 01 (s. 3H), 
4. 06 (s, 3H), 6. 69 (d, J = 4. 9Hz, 1 H) , 7. 27 (d, 
J=9. 1Hz, 2H); 7. 37 (s, 1 H) , 7. 47 (s, 1H), 8. 
32 (d, J = 9. 1Hz, 2H), 8. 62 (d, 3=4. 9Hz, 1 H) 

WmAffi®. (FD-MS, m/z) :32 6 (M + ) 

HWJ4 9 (##PJ) 

6, 7-i^7 h + ->-4 - (4--hD7x; + -» +7^(1. 0 0 g) 
£N, N-yyf;l/!h;l/A7; K/IHHif-^ (3 0ml /15ml) fcjgJBU 
1 0X*Mx<7 5>*A-K* (69mg) £flD;L, Tk^gBSTFMfilcT 1 7 

fz^mmmi- v u ht«l/:o «EET*»®i:U mm®<t&®iZ7 9 9 

mg, 1R$8 8%T*?#^o 

1 H-NMR (CDgOD, 5 00MHz) :<54. 00 (s, 3 H) , 
4. 00 (s, 3H) , 6. 47 (d, J = 5. 5Hz, 1 H) , 6. 82 (d, 
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J =8. 6 Hz, 2H) , 6. 9 6 (d, J =9. 2 Hz. 2H) , 7. 3 2 
(s. 1H), 7. 62 (s, 1H), 8. 36 (d, J=5. 5Hz, 1 H) 
HMftVrM (FD-MS, m/z) :2 9 6 (M + ) 

N- {4- [ (6, 7->>V - 
3-b'U^>ft;MM^ K (6 1) 

6, 7->V h + ->-4- (4-7;;7xy + y) *y 'J > (57mg) t 
m^©-^^^ (3 7mg) £N, N-^V^;U^;bA7$ K (2ml) \z 
mim, 1-X.+JI-3- (3* -yyW;;/ok^) 5 

k^k^ (79m g ) ztiax., muizT5tifmm&Ltz 0 mim&mzKtmi 
l w&imm^^-t s c £ k * *> $ & n^»*<b»*i - x /UTStj* 

U mmvit&VnZ: 4 7mg, JR^6 1 %T1#^ 0 

2 H-NMR (CDC 1 3 , 5 0 0MHz) : <y 4. 05 (s, 3 H) 4. 
06 (s, 3H), 6. 49 (d, J =4. 9Hz, 1H), 7. 22 (d, J 
= 8. 6Hz, 2H), 7. 42 (s, 1H), 7. 47 (d d, J=4. 9, 
7. 9 Hz, 1H) , 7. 5 6 (s. 1 H) , 7. 7 7 (d, J =9. 2Hz, 
1H) , 8. 2 6 (d, J = 8. 5Hz, 2 H) , 8. 4 9 (d, J =4. 9H 
*. 1H), 8. 79 (d, J=3. 7Hz, 1 H) , 9. 13 (s, 1 H) 
WMftVrM (FD-MS, m/z) :40 1 (M + ) 
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7 2 

N- (4- [(6. 7-yn^y-4-^'J-;b) ^y] 7x-i) - 
(3, 4-v?y h 4- ->7;t ■=.;!,) a^MMHM K (6 2) 

6. 7-vn + y-4- (4-7;;?x;+y) *y -J > (5 6mg) t 
mKS©3. h*S/$jaW (6 0mg) £N, N-^y^;U^;UAT 

;K(2ml) «U 1 -if-;!/- 3 - (3' -^HT^tDtVl/) 
^A^SM" $ Kt&KJS (8 lmg) ^Jd^ gSlcT2 2NfHH»PLfco SJBfi 

(i o/i) TBisnv/';*m7A^D7 H^^^-f-ick^ansiu * 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 3. 8 7 (s, 3 H) , 3. 
8 7 (s, 3H), 4. 0 6 (s. 3H), 4. 0 7 (s. 3H), 6. 48 

(d, J = 5. 5Hz, 1H), 6. 63 (d, J=8. 5Hz, 2H), 7. 
18 (d, J = 9. 2Hz, 2H), 7. 34 (m, 2H), 7. 43 (s. 1 
H) , 7. 5 5 (s, 1H) , 7. 5 7 (s, 1 H) , 7. 7 6 (d, J =8. 
6Hz, 2H), 8. 48 (d, J=5. 5Hz, 1 H) 

Ii7>ffl(FD-MS, m/z) :4 6 0 (M + ) 

N- {4- [ (6. h*v-4-*/ U-;U) 7x-;H - 

is>?u^*Vyh)l#**)-i K (6 3) 

6, 7-/7h + ->-4- (4-7U7x; + ^) +;>J> (52mg) t 
rm£ , a<Di/?n^*V>fijl,#>& (4 6mg) £N, N-^^^A7; 
K (2ml) K&JSU 1 -xf-;l/- 3 - (3' -^WWrDfA) * 

r 

! 
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i b*m&i& (84mg) £Jd;U 2mmt& Lfc&. H«J 

5 1 tmmommzZ^Tf&tglU IJS©{t^4 5mg, iR$64%T*§*: 0 

H — NMR (CDC 1 3 , 5 0 0MHz) : 61. 30 (m, 2 H) , 1. 
5 6 (m, 2H) , 1. 7 3 (m, 2H) , 1. 8 5 (m, 2H) , 1. 97 
(m, 2H) , 2. 2 6 (m, 1 H) , 4. 0 5 (s, 3H) , 4. 0 5 (s, 
3H), 6. 43 (d, J=5. 5Hz, 1 H) , 7. 14 (d, J=8. 5H 
2. 2H) , 7. 3 6 (s, 1H) , 7. 4 2 (s, 1 H) , 7. 5 5 (s, 1 
H) , 7. 63 (d. J=8. 5Hz. 2H), 8. 47 (d, J=5. 5Hz, 
1H) 

HftfttfHfi (FD-MS, m/z) :40 6 (M + ) 

mmm5 3 

N- {4- [ (6, 7-vy K^.>- 4 -^y u 7 ^-, ;U _ 
2-7^>^;U^»$ K (64) 

6. h*>>-4- (4-7;77xy + y)>y.j> (5 5mg) £ 

mfo&(D2-77>J7Jl'*>Wt (32mg) £N, N - *;b*jUA7 ^ K 
(2ml) KiZWU 1-**A,-Z- (3' -VtTJlTi y^otVU) 
#?-f 5 K£g?ig (91mg) ^S{CT2 2B^p B m^Lfcm> H»J5 

1 <fc^©&ftric«fcoT*iS¥U £jg©ft&^£3 5 m g, JR^4 8%T-^ 0 

1 H-NMR (CDC1 3 , 500 MHz) : <5 4. 04 (s, 3H), 
4. 05 (s, 3H), 6. 4 9 (d, J=4. 9Hz, 1 H) , 6. 57 (d 
d. J-l. 8. 8. 7Hz, 1H). 7. 20 (d. J=8. 6Hz, 2 H) . 
7. 2 8 (d, J =7. 9 Hz, 1H) , 7. 4 2 (s, 1 H) . 7. 5 1 (s, 
1H), 7. 56 (s, 1H), 7. 77 (d, J = 9. 2Hz, 2H) , 8. 
35 (s, 1H) , 8. 49 (d, J=5. 5Hz, 1 H) 
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B*$HJHB (FD-MS, m/z) :39 0 (M + ) 
H»J5 4 

N- {4- [(6, h^;>-4~4-yjzi;U) **^] 7^_;M - 

3-ft7x>^mD-; K (6 5) 

6, h*->-4 - (4-7i77x^y) +y ij > (5 4mg) £ 

r^iRao3-f-^7x>*;U*r>|| (4 4mg) £N, N - v> t T)\,*)\,l>t % 
K (2m 1) izmmt, l-x*;U-3- (3* -y/f ^7i;^Db^) ^? 

S KUt (8 2mg) £ffifcT3 1 l$ffl«#L*:SL H» 

5 1 tm^gftej^TMU »B©ffc£tt*4 1 m g, ft* 5 5%T"'#^ 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 4. 0 2 (s, 3H) , 4. 
04 (s, 3H). 6. 46 (d, J=5. 5Hz, 1 H) , 7. 17 (d, J 
= 8. 6Hz, 2H). 7. 38 (m, 1 H) . 7. 55 (d, J = l. 2Hz, 
1H), 7. 56 (s, 1H), 7. 73 (d, J-8. 6Hz, 2 H) , 8. 
0 5 (dd, J = l. 2, 3. 1Hz. 1H) , 8. 3 7 (s..lH), 8. 4 
7 (d, J=5. 5Hz, 1H) 
Jttaffltt (FD-MS, m/z) :4 0 6 (M + ) 

^5£0>J5 5 

N- {4- [ (6, 7->V Y*i/-A-*J 'J_;lQ 7x -^| _ 

(4--ho7x^) t) Jltf*-* i K (6 6) 

6, 7-vV h*v-4- (4-7;;7x; + '» (1 1 Omg) 

irf?ISQp0 4 hu^m#i! (1 OOmg) £N, N-y7f;^;l/A7; K 
(4ml) 1 -xf-;U-3- (3' -^^WUynt^) 

#5>-f 5 Ktttttft (1 7 6mg) *Jp*. SfllcT2 2*HHW*Lfcft, k Hfcpj 
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75 

5 o t mmvmmz * raw u mm®<t&®z i 2 6 m g „ jr$ 7 7 

X H-NMR (DMSO-dg, 5 0 0MHz) :<53. 9 4 (s, 3 H) , 
3. 95 (s, 3H), 6. 49 (d, J=5. 5Hz, 1 H) , 7. 29 (d. 
J = 9. 2Hz, 2H) , 7. 3 9 (s, 1 H) . 7. 5 2 (s, 1 H) , 7. 
93 (d, 1 = 9. 2Hz, 2H), 8. 21 (d, J=8. 6Hz. 2 H) , 
8. 39 (d. J=9. 2Hz, 2H), 8. 48 (d, J=5. 5Hz, 1 H) 
. 10. 7 (s, 1 H) 
SftfrlfrM (FD-MS, m/z) :4 4 5 (M + ) 

HWJ5 6 

- ~ {4 ~ r (6, 7-s?y h t->-4-t;u^) t^u} _ 

(N, Wt»;K(6 7) 

6, 7-vV h + (4-7;;7xy + -» U> (5 1mg) i 

T&ra©4-SM*-*7$y5fcMH» (44mg) £N, N - v>V ,1, A 7 
5K(2ml) KfflPU l-x^u-3- (3* -WWU^ok» 

ttWM i mmm (8 3m g ) mutzxi 6mimifzm, nsg 

* H — NMR (CDC 1 3 , 5 0 0MHz) : d 3. 0 6 (s, 6H) , 
4. 05 (s, 3H), 4. 06 (s, 3H) . 6. 48 (d, J= 4 . 9Hz. 
1H) , 6. 7 1 (d, J =8. 6 Hz, 2H) , 7. 1 7 (d, J =8. 5H 
z. 2H), 7. 44 (s, 1H), 7. 57 (s, 1 H) , 7. 74 (d. J 
= 8. 5Hz, 2H), 7. 81 (d, J=9. 2Hz, 2H) . 7. 94 (s> 
1H) , 8. 49 (d, J=5. 5Hz, 1 H) 
li^I (FD-MS, m/z) :4 4 3 (M + ) 
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mmm5 r 

N- {4- I (6. 7-vV 7^_;M - 

(4-7-tr^;t/-7^-;U) K (6 8) 

6, 7-->7 h + y-4- (4-7;;7x; + y) +yj> (5 4mg) t 
rfJlSS© 4 - 7Hr^^m#i? ( 4 6 m g ) £ N, N-y7f;^M7; K 
(2ml) izfeMl, l-x.^-ji-3- (3' -y7f^7Uypb» jjjl 

i vmm (8 7m g ) wmkK~c2 2^mmwttz^ nmm 
5 o t mm<D&mz «fc o rmm u mmv>\t&ty* a 3 m g N 5 3 %ri#*:o 

X H-NMR (DMSO-dg, 500MHz) : 6 2. 66 (s, 3 H) , 
3. 94 (s, 3H), 3. 95 (s, 3H), 6. 48 (d, J=4. 9Hz, 
1H) , 7. 2 8 (d, J = 9. 2 Hz, 2 H) , 7. 39 (s, 1H) , 7. 
52 (s, 1H), 7. 94 (d, J = 9. 2Hz, 2H), 8. 10 (m, 4 
H) , 8. 48 (d, J=5. 5Hz, 1 H) , 10. 6 (s, 1 H) 
KS##Ht (F D —MS, m/z) : 44 2 (M + ) 

H«J5 8 

N- {4- [ (6, 7->7h^i/-4-^'J-;b) **rv] 7jl-M - 
^_;u) 77;U»'4-»^ K (6 9) 

6, 7-y7h + y-4- (4-7;;7x; + y) +yj > (5 4mg) <h 
rUKS.0 4 -yf-;U^m§S? (5 4mg) £N, N-y7f;^^A7^ K (2 
ml) izmmU l-xf-;U-3- (3' - *)\,7 x J zfa tiWJ 
* ^ (8 5mg) £Jn;i. ISi:T22^»Lfc^ HJfefll5 1 <!: 

H — NMR (CDC 1 3 , 5 0 0MHz) : 6 0. 9 5 (t, J =7. 3H 
z. 3H) , 1. 3 8 (m, 2 H) , 1. 6 4 (m, 2H) , 2. 6 9 (t, J 
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= 8. 0Hz, 2H). 4. 05 (s, 3 H) , 4. 06 (s, 3 H) , 6. 4 
8 (d, J=5. 5Hz, 1H), 7. 19 (d, J=9. 2Hz, 2 H) , 7. 
30 (d, J=8. 6Hz, 2H), 7. 42 (s, 1 H) , 7. 57 (s, 1 
H) , 7. 75 (d. J=8. 6Hz, 2 H) , 7. 82 (d. J=8. 6Hz, 
2H) . 8. 03 (s, 1H) , 8. 4 9 (d, J =5. 5 Hz, 1 H) 
li^KFD-MS, m/z) :4 56 (M + ) 

H»J 5 9 

N - {4- f(6, 7-^ht->-4-^'J-^)^1 y^-)l\ - 
(4-7;;7 x-;b) K (7 0) 

(4- [(6, 7-->V h + ->-4-+7 (4 - 

-hay^-Jl,) K(lOOmg) £N, N-^f^A 7 ^ 

K/|ffl|xf-^ (9ml /5ml) lc8#U lO^y^A-^R (6 9m 
g) *Jn*. *«3?BBft-rafl»wT2 2^nBflB1iLfco BS«t*7-f h*j§n 

£8 5mg, iK$9 l%-e^ c 

H — NMR (DMSO-dg, 5 0 0MHz) : 5 3. 9 4 (s, 3H) , 
3. 95 (s, 3H), 5. 75 (b r s, 2H), 6. 46 (d, J=4. 9 
Hz, 1H), 6. 61 (d, J=8. 6Hz, 2H), 7. 22 (d, J = 9. 
2Hz, 2H), 7. 39 (s, 1 H) , 7. 52 (s. 1 H) , 7. 73 (d. 
J =8. 5 Hz, 2H) , 7. 8 9 (d, J =9. 2 Hz, 2 H) . 8. 4 6 
(d, J=5. 5Hz, 1H) , 9. 90 (s, 1 H) 
MfeWrffi (FD-MS, m/z) : 4 1 5 (M + ) 
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mm 6o 

N- {4- [(6, 7--^^ h^y-4-^;'J-^) t^y] 7x~;i/} - 
4 - fc° U : Jyj])l#*V I K (7 1 ) 

6, 7->M h*i/-4- (4-7;;7i^-» *y U > (5 3mg) <h 
fUBRS©^ 7^r»^>& (4 5mg) £N. N- >V ^;U*;bA7 $ K (2ml) 
fcigJSU 1 -xf;l,- 3 - (3* ^7; ;^of;b) *;M*y-f5 K 

(9 8mg) £flD;U MirT6 2l*iatli* Lfc^. Ilf!5 1 tj^fllO 
tfcflncJio-CHHKU IiOjfc^2 2mg, OT3 1 %"el#^ 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) : <5 3. 9 4 (s, 3 H) , 
3. 96 (s, 3H), 6. 48 (d, J = 5. 5Hz, 1 H) , 7. 29 (d, 
J=9. 2H 2 , 2H) , 7. 39 (s, 1 H) , 7. 52 (s, 1 H) , 7. 
88 (d, J=4. 3Hz, 2H), 7. 92 (d, J=8. 5Hz, 2 H) , 
8. 48 (d, J=4. 9Hz, 1 H) , 8. 80 (d, J=4. 3Hz. 2H) 
, 1 0. 6 (s, 1H) 

(FD-MS. m/z) :40 1 (M + ) 

N - {4- [(6, 7-i?y U-=.;U) **->3 7x-;U} - 

2-?-*7x>:ft;M?*l)-$ K (7 2) 

6, Y*is-A- (4-7i;7xy^y) */ 'J > (5 Omg) £ 

rfiffi.5 1 a<D2-?-*7 *>JjJltf>M (4 6mg) £N, N-yVf^^A7; 
K (2ml) \zmmu l-x^U-3- (3* - ! J * *Jl<7 i J 7u h'A) ij 

i o 9m g ) ttiaz., muizxe 2tmmuz&s mmm 
5 1 i mmvnmz <t -? mm u mmoits®}* 3 7 m g * 5 4 9ra»fc 0 

1 H-NMR (CDC 1 «. 5 0 0MHz) : <5 4. 02 (s, 3H) , 
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4. 04 (s, 3H), 6. 46 (d. J=5. 5Hz, 1 H) , 7. 11 (m. 
1H) , 7. 1 7 (d, J =8. 6Hz, 2H) , 7. 4 0 (s, 1 H) , 
7. 55 (m, 1H), 7. 56 (s. 1 H) , 7. 73 (d, J=8. 5Hz, 
2H) . 7. 7 3 (m, 1 H) , 8. 38 (s, 1 H) . 8. 4 8 (d. J = 
4. 9Hz, 1H) 
K*#flfit (FD-MS, m/z) :4 0 6 (M + ) 

H»J6 2 

N- {4- [ (6. 7-^ y h^.>-4-4,y 7xJ - ;l/j , _ 

4-fc < 7jL-;l,^;b^»$ K (73) 

6, 7-v>V h + i/-4- (4-7;;7i; + y) y > (5 2mg) £ 
h!lx^UT5>/iifkyf-i/> (3ml/2ml) clSU miEBo t'7 * 
ay K (8 0mg) fcjn*, fflicT2 5^l«aB^Lfco 

1 H-NMR (DMSO-dg, 5 0 0MHz) : d 3. 9 5 (s, 3 H) , 
3. 95 (s, 3H), 6. 48 (d. J=5. 5Hz, 1 H) , 7. 28 (d, 
J=9. 2Hz, 2H), 7. 40 (s, 1 H) , 7. 43 (t, J=7. 3H 
z. 1H). 7. 50-7. 53 (m, 3H), 7. 77 (d, J=7. 3Hz, 
2H) ,7.85 (d. J=8. 6Hz, 2H) , 7. 96 (m, 2H) , 
8. 08 (d, J=8. 5Hz, 2H), 8. 48 (d, J=4. 9Hz, 1 H) 
. 10. 4 (s, 1H) 
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M##rii (FD-MS. m/z) :4 76 (M + ) 
H»J6 3 

N- {4- [(6, 7-/yh^y-4-^'J-^) t^y] 7,c-;l,} - 
( 4 — 7 h 4- s > ~7 ji — ft;L/#>1M K (7 4) 

6, 7-5?y H + (4-7 5y7xy*-» *yy> (5 2mg) * 

5 >/igfty*P> (3ml /2ml) fcS»U 7&IRS0 4-:/ 
I* d'JK(0. 0 7ml) £jQ;i N OtZmt&lt:^ 

1 H-NMR (CDClg, 500MHz) : 6 0. 99 (t, J =7. 3H 
z. 3H) , 1. 5 2 (m, 2 H) , 1. 8 0 (m, 2 H) , 4. 0 3 (m, 2 
H), 4. 04 (s, 3H), 4. 05 (s, 3 H) , 6. 47 (d, 3=4. 
9Hz, 1H), 6. 95 (d, J=9. 2Hz, 2H), 7. 18 (d, J = 
9. 2 Hz, 2H) , 7. 4 6 (s, 1 H) , 7. 5 7 (s, 1 H) , 7. 7 4 

(d, J=9. 2Hz, 2H), 7. 86 (d, J=9. 2Hz, 2H), 8. 
10 (s, 1H) , 8. 49 (d, J=4. 9Hz, 1 H) 

Sftfttffli (FD-MS, m/z) : 4 7 2 (M + ) 

fS»0l6 4 

N- 14- [ (6, l_z2*. h*>-4-*7 »J-;U) 7x-;H - 

(4-yp^7x-;b) K (7 5) 

6. 7-v>y h^.>- 4 _ (4-7>; 7i ; + i ,) *y>J > (5 2mg) £ 
rfTKiS© 4 -7o (7 8mg) £N, N-SM^M^k^T * K (2 
ml) fc»#U l-x^b-3- (3' -^Wi^ot^) 
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4 1 mm£ (io2mg) *jd^ n m^izxi immtmitzm, mmms i 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 4. 0 7 (s, 3 H) , 4. 
07 (s. 3H), 6. 53 (d, J=5. 5Hz, 1H), 7. 22 (d, J 
= 9. 2Hz, 2H) , 7. 3 7 (s, 1 H) , 7. 5 0 (s, 1 H) , 7. 6 
2 (s, 1H) , 7. 6 5 (d, J =8. 6 Hz. 2 H) , 7. 8 4 (d. J = 
8. 6Hz, 2H), 7. 86 (d, J=8. 6Hz, 2H), 8. 41 (d, 
J=5. 5Hz, 1H) 

M#«(FD-MS, m/x) :4 7 8 (M + ) , 4 8 0 (M + + 2) 
^»J6 5 

— — {4 ~ i (6. 7-^F ^y-4-4;U^)^y] 7^-;U - 
(4-^ h ^->^;Uf-;l/7x-;l/) ft^Mfj^gJ K (7 6) 
6. 7-vM h+^-4- (4-7;y7x^y) *y .J > (lOOmg) 
imKn D n(7) t y^^;bxU'7^;^ (13 0mg) £N, U-y/*Jt,*A,A 7 

5 K (4ml) kbMpu 1-x^-3-( 3 - -^ W : ; y Dt . ;b) 

; Ktltttt (2 2 7mg) *tpA, IfiKTi 8l«n»Lfcft, ft 
»J5 1 iTOO«ftfci:,T««U 3EH©ft&%5* 9 9mg, jR* 6 4%T 

H — NMR (CDClg. 5 0 0MHz) :<5 3. 9 8 (s, 3H) . 4. 

06 (s, 3H), 4. 06 (s, 3H), 6. 49 (d. J= 4 . 9Hz, 1 
H), 7. 22 (d. J=9. 2Hz, 2H), 7. 43 (s. 1 H) , 

7. 56 (s, 1H), 7. 76 (d. J=9. 2Hz. 2H) , 7. 97 (d, 
J =8. 6Hz. 2H) , 8. 18 (d, J =8. 6 Hz, 2H) , 8 . 4 9 
(d, J = 5. 5Hz, 1H) 
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fffi##f<I (FD-MS. m/z) :4 5 8 (M+) 

mmme 6 

N- {4- [ (6. l-V * 7x ^, u _ 

2-b°'J ^>^Mfj^J K (7 7) 

6, 7-vV h + v-4- (4-7;;7x; + y) *y >;> (5 0mg) <t 
W D Ot'3ij>K(4 2mg) ^N, N-yyf^*jl/A7; K (2ml) \z 

iwa (i 2 3mg) «rjn^., afiicTi 9B#raa^L^ ^»j5 1 tmm<D 
mmz «k o tus! u mm<D<k£®iz 3 8 m g „ » 5 6 %t-*# /c d 

1 H-NMR (CDC1 3 , 5 00MHz) : 5 4. 06 (s, 3H), 4. 
06 (s, 3H), 6. 49 (d, J=5. 5Hz, 1 H) , 7. 23 (d, J 
= 8. 6Hz, 2H), 7. 43 (s, 1H), 7. 51 (m, 1H), 7. 5 
8 (s, 1H) , 7. 8 9 (d. J = 9. 2 Hz. 2H) , 7. 9 4 (m, 1 H) 
. 8. 33 (d, J=8. 0Hz, 1H). 8. 50 (d, J=5. 5Hz, 1 
H) , 8. 64 (dd, J = l. 8, 4. 9Hz, 1 H) 
SfbJtfrlt (FD— MS, m/z) :40 1 (M + ) 

HJfe#J6 7 

N- {4- [(6. 7-^h^>-4-4y'J-^)^y] ?x-;H - 
(4-bKD4y^;tol/7x-;l/) fiJim-Vi K (78) 
{4- [ (6. h^>-4_ +y ^ + . >3 7x>=Jl ,} _ (4 

h + y*;^'-;l,7xxj|/) K^y^y-;K3ml) \z®m 

U 3 3«*IMh*y^A*«ftt<l. 5ml) £fln;U MT2l^fMaB$Lfco 

i 
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%m<Dit&y}& 34rag, JR^ 4 5 %T*'&tz 0 

1 H-NMR (DMSO-d 6 , 5 00MHz) : 6 3. 93 (s, 3 H) , 
3. 94 (s, 3H), 6. 47 (d, J = 5. 5Hz, 1 H) , 7. 28 (d, 
J=9. 2Hz, 2H), 7. 39 (s, 1 H) , 7. 5 1 (s, 1 H) , 7. 
92 (d, J=9. 2Hz, 2H), 8. 07 (m, 4 H) , 8. 47 (d, J 
= 5. 5Hz, 1 H) , 10. 5 (s, 1H) 
M#tf?flt (FD-MS, m/z) :44 4 (M + ) 

^^16 8 

N~ {4- r (6, 7-^h ^->-4-4;'J^)^->1 - 

K C7 9) 



6. 7-s>y h + (4-7$;7*;*.» *;.;> (5 3mg) i 

mflSa D n©i/^D^>^>^ ;l/ ^ >g? (6 6mg) *N. N-^fA* A A7$ 
K(2ml)|;^u l-x^- 3 -(3' -9***71 S?a\£JV) * 

\ K«« (1 1 Omg) £Jn* x Mictl 7^iaa»L^ 
^J5 1ifHl^©^ ( c«toT^U »{t^3 5mg, iR^5 0%T^ 

H-NMR (CDC 1 3 , 5 0 0MHz) : 6 1. 6 4 (m, 2 H) , 
1. 8 1 (m, 2H), 1. 9 1 (m, 4H), 2. 7 5 (ra, 1 H) , 
4. 04 (s, 3H), 4. 04 (s, 3H) , 6. 44 (d, J= 4 . 9Hz, 
1H), 7. 13 (d. J=9. 2Hz, 2H), 7. 45 (s, 1 H) , 7. 
55 (m, 1H). 7. 65 (d, J=8. 6Hz, 2H), 8. 47 (d, J 
= 5. 5Hz, l H) , 

M&ftftm (FD-MS, m/z) : 392 (M + ) 
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mmm6 9 

N— {4 - [ (6, 7-vV t>*->-4-*y UfJb) 7x^;M - 

7y7>^>^;^»; K (8 1) 

6, 7-^n + ->-4- (4-7i;7x; + y)+;'J> (5 lmg) £ 
miRSOT^v >K (HOmg) *N, N-?>m^A7 5 

K (2ml) ICjgfl?U l-i^;U-3- (3' -i?/*JlTi /•faVfi) ij 

i h*mmm u 0 7m g ) £jd*. x sekti sb^FbI^l^ njg 

0J5 1 ipiao»mc«koT«IHU £Ji©rt;£«-l 3m g> JR$1 7%TiH 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 6 1. 8 2 (m, 6 H) , 
2. 0 0 (m, 6H) , 2. 13 (m, 3 H) , 4. 0 5 (s, 3 H) , 
4. 05 (s, 3H), 6. 44 (d. J=4. 9Hz, 1 H) , 7. 15 (d, 
J =9. 2 Hz, 2H) , 7. 4 2 (s, 1H) , 7. 5 5 (m, 1 H) , 7. 
64 (d, J=9. 2Hz, 2H), 8. 46 (d, J=4. 9Hz, 1 H) , 
Mfi##ril (FD-MS, m/z) :4 5 8 (M + ) 

HJfeW7 0 

N- {4- [(6, l_z2J. h*is-4-*S *) 1t**A y^-M - 
(4-7-b h*i/7i.-)l) K (8 0) 

6, 7->V h*->-4- (4-7U7x;+y) +7 U> (1 1 Omg) 
imBSn c S©4-T-fe h + (2 0 7mg) £N, N-yyfW;l,A7 

S K (6ml) izmmu l-i^U-3- (3* - i?/ *)\,T I J -fu t°;l/) 
*-M^-f ^ Ktttttt (2 2 3mg) £;0n;U S*l=r7«fHia»Lfclft N Hife 
#15 U^OJimckot^jijU Ii®^^12 3mg N ^7 2%T' 
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H — NMR (CDClg, 5 0 0MHz) : 6 2. 3 5 (s, 3H) , 4. 
06 (s, 3H), 4. 06 (s, 3 H) , 6. 49 (d, J= 4 . 9Hz, 1 
H), 7. 21 (d. J=9. 2Hz, 2H), 7. 25 (d, j=g. 1Hz, 
2H), 7. 43 (s, 1H), 7. 56 (s, 1H), 7. 73 (d, J= 9 . 
2Hz, 2H), 7. 87 (s, 1H), 7. 93 (d, J = 8 . 6Hz, 2 H) 
, 8. 50 (d, J=5. 5Hz, 1H) , 

(FD-MS. m/z) :4 58 (M + ) 

^«J7 1 

N- (4- f(6. 7-^ ^> -4-^.Jz;n 7x - At . 

2 - (6-T-fr h^->f7f;l.) a;l/#f*-fr$ K (82) 

6, 7-5MM^-4- (4-7^7x;+y) *y y> ( 51mg) t 
'S»S06-7*h*.>-2-^h i »(l2 1m8) *N. N-3>y*** 
* A7 ' 5 K (2ml > K«»U l-x^-3- (3' -V*+A,7\j-f u 
t'Jl) ijWM* mmm (i 2 4mg) tSi:tl 3*im*L*: 

* H — NMR (DMSO-dg, 5 00MHz) :<52. 3 8 (s, 3H), 
4. 03 (s, 3H), 4. 05 (s. 3H) , 6. 49 (d, J= 5 . 5Hz, 
1H). 7. 20 (d, J = 9 . 2Hz, 2 H) , 7. 30 (dd, J= 2 . 4, 
9. 2 Hz, 1H) , 7. 4 2 (s, 1 H) , 7. 5 7 (m, 1 H) , 7. 61 
(d. J = l. 8Hz, 1H), 7. 81 (d, J= 9 . 2Hz, 2H), 7. 
86 (d, J= 8 . 6Hz, 1H). 7. 89 (d. J = 9. 2Hz, l H ) , 
7. 94 (d, J= 8 . 6Hz, 1H), 8. 38 (s. 1 H) , 8 . 49 (d. 
J=4. 9Hz, 1H) 
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MfkftVrM (FD-MS, m/z) :5 0 8 (M + ) 

N- {4- [(6, 7-^h^-4-^'J^)tt->] - 
(4-fc Ko4->7x-;i/) ft^bg^gj K (83) 

N- {4- [ (6, h + ->-4- + y 'J^;lO 7xzM - 

(4-7-t?h + ->7x_^) 77;U*'*1K K (1 03mg) (4 m 

i) \zmu 3$%imitt>wj±m%L (2mD zm*.. m^smm 

1 H-NMR (DMSO-dg, 5 0 0MHz) : <5 3. 9 4 (s, 3 H) , 
3. 95 (s, 3H), 6. 46 (d, J=4. 9Hz, 1 H) , 6. 87 (d, 
J =8. 5 Hz, 2H) , 7. 2 4 (d, J =9. 2Hz, 2 H) , 7.3 9 
Cs, 1H), 7. 52 (s, 1H), 7. 87 (d, J=8. 6Hz, 2H) , 
7. 90 (d, J=9. 2Hz, 2H), 8. 47 (d, J=5. 5Hz, 1 H) 
. 1 0. 1 (s, 1H) 
§fS##rl» (FD-MS, m/z) :417(M + +1) 

H»J7 3 

N- {4- [ (6, 7-^h^y-4-t;'J-^)^->] - 
2- (6-bKo^->f7f^) ^Wf;K (84) 

N- {4- [(6, 7-yyh + ->-4-^'J-^)^->] 7*-;!,} - 
2- (6-7-tr h 7 ^;U) ^^'^^ K (4 7m g) Z J-)l (4 
ml) 3 5%*itfb*y*A*rgft (2m 1) ^Jn^ MST-5^ 
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H-NMR (DMSO-dg, 5 0 0MHz) : 5 3. 95 (s, 3 H) , 
3. 95 (s, 3H), 6. 49 (d. J=4. 9Hz. 1 H) , 7. 18 (m, 
1H), 7. 20 (s, 1H), 7. 27 (d, J=8. 6Hz, 2 H) , 
7. 39 (s, 1H), 7. 53 (s, 1 H) , 7. 80 (d. J=8. 5Hz, 
1H), 7. 92-7. 98 (m, 4 H) , 8. 4 7-8. 4 8 (m, 2H) , 
10. 0 (brs, 1H) , 10. 4 (s, 1 H) 
Jtt#Wte (FD-MS, m/z) :4 6 7 (M + +l) 

f£»J7 4 

N- (4-y hj^T^k) ~N' - (4- [ (6. 1=21 h*->-4- 

6, 7->V K + (4-7;y7x;+y) *y .j > (5 3mg) * 

h*x> (3ml) HMKiHL^ 4-> h + ^x^Kvm-h 
(0. 2ml)^ 3 0»BttnlWaiLfco «fHJLr*fc*SJi*mu h 

^>T^1-^c<blc«t«9^S©^^5 4mg N iR^6 8%T1§*: 0 
1 

H-NMR (DMSO-dg, 5 0 0MHz) : 5 3. 72 (s, 3 H) , 
3. 94 (s, 3H), 3. 95 (s, 3H) . 6. 44 (d, J=4. 9H z, 
1H), 6. 87 (d, J=8. 5Hz, 2H) , 7. 19 (d, J=9. 2 H 
*. 2H) , 7. 37 (d, J-8. 5Hz, 2H) , 7. 3 8 (s, 1 H) , 
7- 52 (s, 1H), 7. 58 (d, J=8. 5Hz, 2 H) , 8. 46 (d, 
J = 5. 5Hz, 1H), 8. 50 (s, 1 H) , 8. 73 (s. l H) 
MbMJrfc (FD-MS. m/z) :4 4 5 (M + ) 
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nmw7 5 

N- (4-7;^D7x-^) -N' - {4- [ (6, Y^-'y-A- 
^y»j-;U) 7x-;H (4 4) 

6, 7-->V b*->-4- (4-7;;7W^-» +/'J > (5 4mg) £ 
h^i> (3ml) lcfa£&&ft?L*:& N 4-7^07x^777?- h 
(0. 2ml) £Jd;U 7 0 tfRatJD&M L *: 0 ffffcB LTifc^^itS^ U h 
^>T^^5CitCcfc^gSo{b^^3 8mg. JR^4 8%-cntio 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 6 3. 9 4 (s, 3 H) , 
3. 95 (s, 3H), 6. 44 (d, J=4. 9Hz, 1 H) , 7. 12 (m, 
2H) . 7. 19 (m. 2H) , 7. 3 8 (s. 1H), 7. 4 7 (m, 2H), 
7. 51 (s, 1H), 7. 59 (d, J=9. 2Hz, 2H), 8. 45 (d, 
J=5. 5Hz, 1H), 8. 72 (s, 1 H) , 8. 79 (s, 1 H) K« 
(FD-MS, m/z) :4 3 3 (M + ) 

!Ufe0J7 6 

N- (4-7p^7x-;b) -N' - {4- [ (6, h^>- 4 -^ 
yU-;U) 7x-M 7 1/7 (4 5) 

6, 7-/yh + y-4- (4-7;;7x; + y) *y <J > (5 2mg) £ 
(3ml) izfomMLt:'^ 

(o. 2mo^jax.. 5 0fimijQ*mmitz o ft&LT&tzm&zmwu h 

>T'^t &Z.tlz£ty mm<D<t&®£ 5 6 m g x 6 4 %1?'®tz 0 
H — NMR (DMSO-dg, 5 0 OMHz) : 6 3. 9 4 (s, 3 H) , 
3. 9 5 (s, 3H) , 6. 4 4 (d, J = 5. 5 Hz, 1 H) . 7. 1 9 (d, 
J =9. 2 Hz, 2H) , 7. 3 9 (s, 1 H) , 7. 4 5 (m, 4 H) , 7. 
51 (s, 1H), 7. 59 (d, J=9. 2Hz, 2 H) , 8. 46 (d, J 
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= 5. 5Hz, 1H), 8. 86 (s. 1 H) , 8. 86 (s, 1 H) 
SMbWffi (FD-MS. m/z) :4 9 3 (M + ) . 49 5 (M + +2) 

nmmn 

N- {4- [ (6. 7-yy g - ;L/) y^Jl} - 

N' - (4--ha7x-Jl/) -7 1/7 (46) 

6. 7-v^ h**>- 4 - (4-7;;7W + y) +7 'J > (1 0 3mg) 
ZY)lx.y (10ml) l:|»Lfcl, 4--ho7x_;Wvy7i-|, 
(3 6 6mg) ^-Jp^ 6 0^S0^ji^L/Co tfrtti LTlfc^iSUU h 
^>T'^-t-5Cilc t fc«5^jg©<t:^^l 4 lmg. 1R$8 8%"e^fc 0 

* H-NMR (DMSO-dg, 5 0 0MHz) : <53. 94 (s, 3 H) , 
3. 95 (s, 3H), 6. 45 (d. J=5. 5Hz, 1 H) , 7. 23 (d, 
J=8. 6Hz, 2H), 7. 39 (s, 1H), 7. 51 (s, 1 H) , 
7. 62 (d, J=9. 2Hz, 2H), 7. 71 (d, J=9. 2Hz, 2 H) 
. 8. 20 (d, J=9. 2Hz, 2H), 8. 4 6 (d, J=5. 5Hz, 1 
H) , 9. 08 (s, 1H) , 9. 49 (s, 1 H) 
S»#tJHI (FD-MS, m/z) :46 0 (M + ) 

Mt&m7 8 

N- (4- ^;b7x-^) -N' - {4- [ (6, h^y- 4 -^ 
/'J-;l/) 7x-;l/} OUT (4 7) 

6, 7->>y h + v-4- (4-7;;7 i ;+y) 'J > (5 Omg) £ 

(3mi) iztammmttiWi. 4-7-^7x^Mvm-F 

(0. 2ml) £2jd;l n 2 63>r B m«ij8^L/Co SM^n^bA/7t |«> 

(lo/i) T'Miit-sv'j^'y^^A^nv hr^yj -i-J^oits^u ^ 
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Me><b&\&}£3 6mg N Um45%-cmtz 0 

H — NMR (CDClg/CD 3 OD, 5 0 0MHz) : 6 0. 9 3 (m, 
3H) , l. 3 5 (m, 2H) , 1. 5 7 (m. 2H) , 2. 5 7 (m, 2H) , 
4. 06 (s, 3H) , 4. 06 (s. 3 H) .6. 49 (ra, 1 H) , 7. i 
4 (m, 4H) , 7. 3 3-7. 6 2 (m, 6H) . 8. 3 9 (m, 1 H) 
Il^tfrl (FD-MS, ra/z) :47 1 (M + ) 

— — (4-7;;7x-^) - N' - {4- f (6, 7-vV h*»>-4-* 
>LiL=ik) ^*'>3 7b} -7 1/7 (4 8) 

N- {4- [ (6, 7-S» h*->-4-*y U.=JI0 7x_;W - 

N' - (4-^ho) 7x-Wl,7 (lllmg) £N, N-?^fA*^ 
TS K (7m I) fc»HU 10K*IWfc/<5?*A-R* (lOOmg) £fln 
^ **»H«TSaCT2 2«flHHl«'Lfc. BUM*** 5 4 hfcffiWCfcigL 

s*u mm^t^m^e 6mg, jk$6 3%Tf#^ 0 

1 H-NMR (DMSO-dg, 5 00MHz) : <J 3. 94 (s, 3 H) . 
3. 94 (s, 3H), 4. 74 (b r s, 2H), 6. 43 (d, J=4. 9 
Hz, 1H), 6. 52 (d, J=8. 6Hz, 2H), 7. 08 (d, J = 
8. 6Hz, 2H), 7. 16 (d, J=9. 2Hz, 2H), 7. 38 (s, 
1H), 7. 51 (s, 1H), 7. 55 (d, J=9. 2Hz, 2 H) . 
8. 14 (s, 1H), 8. 45 (d, J=4. 9Hz, 1 H) , 8. 61 (s. 
1H) 

li^KFD-MS, m/z) :43 0 (M + ) 
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^Sfe0J8 0 

N- -N' - f4- [ (6, 7-?y h*->-4- 

*J *Jri/-\ ;U} ->l/7 (4 9) 

6. 7-i>V h + v-4- (4-7;;7x; + y) *y .J > (5 1mg) * 
l)l>x.y (3ml) CHl^Lfci, 4-7-b*^7*.zyM'VS'7*-h 
(2 10mg) &la^ 2 0»MLfc fl SS*^Dn*W7th> 
(1 0/1) TJI^Si/U^y^^A^Dvh^^y^ -tciOfllSIU S 
«Ofk^!*5 Omg, JK$6 4%T'^7to 

*H-NMR (CDC1 3 /CDgOD, 5 0 0MHz) : 8 2. 5 9 (s, 
3H), 4. 07 (s, 3H), 4. 07 (s, 3 H) , 6. 50 (d, J = 5. 
5 Hz, 1H), 7. 17 (d, J = 8. 5 Hz, 2 H) , 7. 3 6 (s, 1 H) 
• 7. 5 8 (s, 1H) , 7. 5 8 (d, J =8. 5 Hz. 2 H) , 7. 6 0 
(d. J=8. 5Hz, 2H), 7. 94 (d, J=8. 5Hz, 2H), 8. 
40 (d, J=5. 5Hz, 1H) 
KS##rM (FD-MS, m/z) :4 5 7 (M + ) 



1 

N- (4- [ (6, tz21 ^'>-4-^yj-;Q gj->j 7x-;M - 
N' - (4-7 J cy^y/7 J czi;t/) t)VT (50) 
6, 7--^ h + '>-4- (4-T$y-7 i y + » */>j> (53mg) £ 

k^x> omi) tzmmmmiti^ 4-7i;+>>7i^Kv^-h 

(0. 2ral)^ 3 0^iajiB»aBttLfco BaE*^DD*;UA/T-feh> 
(10/1) 'OUHM"S£",J i3¥)W?2*!7 Dv -f-«£^>*t$S!U ^ 

S©{b&$j£ 5 5 m g . JRtfS 6 0 %T*#rt: 0 

1 H-NMR (CDC1 3 /CD 3 OD, 500 MHz) : S 4. 46 (s, 
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3H) , 4. 4 6 (s, 3H) . 6. 5 1 (m, 1 H) , 6. 9 8-7. 6 2 
(m, 1 5H) , 8. 4 0 (m, 1 H) 
SS^tfrM (FD-MS, m/z) : 5 0 7 (M + ) 

nwjs 2 

N- (4-^ yyab^7x^) -N' - (4- [ (6. K*>v- 
4-*7U-;U) 7x-;H ft by (5 j ) 

6. 7-vV h^>-4- (4-7^7x; + y) +7 U > (5 1mg) * 
(3ml) i:M«L^ 4 vfn t'Jly y vy*- 

h (0. 2ml) 2 6#M&»Lfc 0 S53£*oo*;UA/y-feh 

> (10/1) -eM§a^5>"J^y;^5A^Dv -K«fc&*9!i!U 

X H-NMR (CD 3 OD, 5 0 0MHz) : 51. 1 8 (d, J =6. 7H 
z. 6H), 2. 82 (m, 1 H) , 3. 97 (s, 3H) , 4. 01 (s, 3 
H) , 6. 37 (d, J=5. 5Hz, 1 H) , 7. 04 (d, J=8. 5Hz, 
2H). 7. 11 (d, J = 8. 5Hz, 2H), 7. 25 (d, J=8. 5H 
z. 2H) , 7. 2 6 (s, 1H) , 7. 3 8 (s, 1 H) , 7. 4 1 (d, J 
= 9. 2 Hz, 2H) , 7. 5 4 (s, 1 H) , 7. 8 2 (s, 1 H) , 8. 0 
3 (s, 1H) , 8. 42 (d, J = 5. 5Hz, 1 H) 
WMftVrM. (FD-MS, m/z) :4 5 7 (M + ) 

HWJ8 3 

N- (4-h'j7;l>tpyf^7x-^) -N' - {4- [(6. 7-vW K 
*v-4-*7 >J-;U) y^;U) »|/ 7 (52) 

6, 7->?y h^v-4- (4-7;;7xy+-» *yy> (53 mg ) £ 
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b^x> (3ml) izWmmit&t* 4-h'j7^tnyf^7x^;Kvy 
7*-h (0. 2ml) Z1jq^ 10£®mimmitLo 0rdiLT£fc*§#i£» 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 4. 0 5 (s, 3H) , 

4. 0 5 (s, 3H) , 6. 5 2 (d. J =5. 5Hz, 1 H) , 7. 1 8 (d, 

J=9. 2Hz, 2H), 7. 36 (s, 1 H) , 7. 56 (s, 1 H) , 

7. 59 (d. J = 8. 6Hz, 2H), 7. 62 (d, J=8. 6Hz. 2H) 
. 7. 63 (s, 1H), 8. 40 (d. J=5. 5Hz, 1 H) 
ffS##r*I (FD-MS, m/z) :4 8 3 (M + ) 

HJS0J8 4 

N- (4-n-y^;U7x-;U) -N / - {2- [ (6, 7-->V h*->-4 

^S0>J4 8lc:fc^T. 4 h d 7 x y -;H:MT2 h □ 7 x ; - 
ffl^fc«*ttE«fc»Lfc6. 7-^^->-4 - (2-^hD7x; + ^) 
*>"J>*mfeW4 9iigaHcai5cLT»A: N 6, h**-4- (2- 

T^y^xy + i/) *v"J> (56mg) *Y)lx.y (3ml) KJn&fcfl?Lfc 
4-n-7f^7x-;Kv^7^-h (0. 2ml) *jp^ 3 O^RBBn 

fmmuzo mmz?nu*)iA/T*h> (io/d -mm** •> 

1 H-NMR (CDClg, 5 0 0MHz) : 6 0. 8 9 (t, J=7. 3H 
z. 3H), 1. 3 0 (m, 2H), 1. 5 2 (m, 2H) , 2. 5 0 (m, 2 
H) . 3. 9 0 (s, 3H) , 3. 9 3 (s, 3 H) , 6. 2 2 (d, J = 
4. 9Hz, 1H). 6. 87 (d, J=7. 3Hz. 1 H) , 6. 96- 
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7. 0 1 (m, 4H) , 7. 1 5 (b r s, 1 H) . 7. 2 8-7. 3 1 (m, 
4H), 8. 12 (brs. 1 H) . 8. 26 (d, J=4. 9Hz, 1 H) , 

8. 5 8 (d, J =7. 9Hz, 1 H) 
mmAVm (FD-MS, m/z) :47 1 (M + ) 

N- (4-n-yf;l/7x-;b) -N' - {3- [ (6, h*>>-4 
-*J*))V) 7x-)l} out (9 1) 

£MI4 8(wfe^T N 4 -— ho7xy-;H:^iT3-- hn"7 jl7 
ffll^li^(if5l^{cML^6, 7-->7h + ->-4- (3--l>D7x; + -» 
+ y U>«rHJ6^I4 9<>:|iI«JCja7cLT#^ 6, 7-^^-4- (3- 
7^7xy + y) *y<J> (5 1mg) £r-;bx> (3ml) (Cj&n&jgjSLA: 
4-n-7f-;l/7x-;U-f V*>7*- h (0. 2.m 1 ) fcJpiU 5 0 #537)0 
&jML/c 0 ^2i£?oa*;UA/7-t? h> (10/1) -eWBtotSUVtjfA, 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 6 0. 8 9 (t. J = 7. 3H 
z, 3H), 1. 3 0 (m, 2H), 1. 5 2 (m, 2H), 2. 5 1 (m, 2 
H) , 3. 9 5 (s, 1H) , 4. 0 0 (s. 1 H) , 6. 4 9 (d, J =5. 
5Hz, 1H), 6. 81 (d, J=8. 0Hz, 1 H) , 7. 04 (d, J = 
7. 9Hz, 2H), 7. 21-7. 30 (m, 5 H) , 7. 37 (s, 1 H) , 

7. 51 (s, 1H), 7. 84 (brs, 1 H) , 8. 24 (brs, 1 H) , 

8. 43 (d, J=4. 9Hz, 1 H) 
KS##Hi (FD-MS, m/z) :47 1 (M + ) 
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H»J8 6 

N-n-T^-N' - (4- [(6, 7-yy^-/-4-^'J^)^ 
->3 7i-— )l) uUT (13 9) 

6, h^i>-4_ (4-7 5y7*y*S/) *y y > (5 lmg) * 

h^i> (3ml) iCjtaJ&iSflSLfcgU n-yWvm-F (0. 2ml) 
^rjD^.x HWIISSLfco Sl^^DD,tW7-feh> (10/1) T 

MM** v ^/WD?h ^ 7 < «5»ss! u mmoit&m 3 1 m g. 

H — NMR (CDClg, 5 0 0MHz) : 6 0. 9 3 (t, J=7. 3H 
z, 3H) , l. 3 7 (m, 2H) , 1. 5 3 (m, 2 H) . 3. 2 8 (m. 2 
H) . 4. 04 (s, 3H), 4. 04 (s, 3H), 5. 04 (brs, 1 H) 
, 6. 44 (d, J=5. 5Hz, 1H), 6. 98 (brs, 1 H) , 7. 1 
1 (d. J =9. 2 Hz. 2H) , 7. 4 1 (s, 1 H) , 7. 4 3 (d. J = 
9. 2Hz, 2H), 7. 55 (s, 1 H) , 8. 46 (d, J=4. 9Hz, 
1H) 

(FD-MS. m/z) :3 9 5 (M + ) 

JSWI8 7 

n- {4- [ (6, Zjz2£ r-**>-4-*y *)juy 7*-M - 

(4-h > )7)l*u/?-jly J ,^jl / ) iuutf+y* K (15 7) 
6, h*->-4- (4-7;;7x; + -» +;>J> (5 3mg) t 

m^ D °D©4-h'j7;^Dy^>^ii§K (102mg) £N, N-y^w, 
^7;K(3ml)i:»»Lfc» % 1 3 - (3' -^W;; 

^ nk ^ K&ifctg (10 2mg) *Jp;U 4MHI# 
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fcttfifbtt*IHHif-^T?ft*L> 3 2m g N W3 896"CWfc« 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 4. 0 4 (s, 3H) , 4. 

05 (s. 3H), 6. 48 (d, J=4. 9Hz, 1 H) , 7. 22 (d, J 
= 8. 5Hz, 2H), 7. 41 (s, 1H), 7. 55 (s, 1 H) , 7. 7 

6 (d, J=8. 5Hz, 2H), 7. 76 (d, J=8. 6Hz, 2 H) , 8. 
0 2 (d, J = 7. 9 Hz. 2H), 8. 1 3 (b r s, 1H) ,. 8. 4 9 (d, 
J=5. 5Hz, 1H) 

K«#Wffi(FD-MS. m/z) :4 68 (M + ) 

Hte^J8 8 

N— {4 — [ (6. h*f-4-*S U;l) 7t -;M - 

(4-i/^o^->;U7x-;l/) K (15 8) 

6, 7-S>V h*$/-4- (4-7U7x7 + y) (52mg) £ 

mBg D D D © 4 - n^'>mt» (1 0 9m g) *N. N - V / *A,*A,I* 

Ti K (3ml) {c^Lfc^. l-i^-;b-3- (3' ->7W;y/n 

t°;l0 ***** $ Kttfttt (1 1 Omg) «o** MfcTl 4*m»tUt 

mmm5 1 i^«OJSWtKJ:oTlSiJ!U SH©ft^»*5 4mg N TO 
6 4%T1§^ 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 1. 2 5-1. 8 6 (m, 
10H), 2. 55 (m, 1 H) , 4. 01 (s. 3 H) , 4. 03 (s, 3 H) 
, 6. 46 (d, J=5. 5Hz, 1 H) , 7. 16 (d, J=8. 5Hz, 2 
H). 7. 27 (d, J = 7. 9Hz, 2 H) , 7. 39 (s, 1H), 
7. 55 (s, 1H), 7. 75 (d. J=9. 2Hz. 2H), 7. 83 (d, 
J=8. 6Hz, 2H), 8. 46 (d, J=5. 5Hz, 1 H) 
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M^tfffil (FD-MS. m/z) :4 82 (M + ) 

N- {3- [ (6. l-Vi Y^i / - A -^.j 7x -. ;t , } _ 

(4 - t -yf;l,7x-;b) K (1 5 9) 

6, 7-v^ h*->-4- (3-T^7 7xy + » (5 4rag) i 

mfiSo D D 04-t-^;^m§g? (102mg) £N. N-y>f^A7; 
K(3ml) fcJ&HLfclk 1-^^-3- (3' -^Wi^Dt^) 
*7;M^ ^ ftflRtt (106mg) £Jd*. MfcT6*W«*Lfcau 

Ms i trnmommz^Tmnu ss®^^2 9m g> jk$3 5%ti# 

1 H-NMR (CDClg . 5 0 0MHz) : 51. 34 (s, 9 H) , 
4. 01 (s, 3H), 4. 04 (s. 3H) . 6. 55 (d. J=4. 9Hz, 
1H), 6. 97 (d. J=7. 3Hz, 1 H) , 7. 2 9-7. 6 8 (m, 7 
H), 7. 85 (d, J=7. 9Hz, 2H), 8. 48 (d. J=4. 9Hz, 
1H) , 8. 5 9 (b r s, 1 H) 
M&ftmm. (FD-MS, m/z) :45 6 (M + ) 

HJfe0lJ9O 

N- (3- [(6, 7-^H y-4-^;iJ^ft] 7x-;U - M 
- t -7^ 7x^;t/) K (16 0) 

6, 7-i?y h*v/-4- (3-7U7x-W) 4-y y > (62mg) 
£m«fi<D4-t-7*;l3?m» (109mg) £N. N-i;>f^*AA7 
5 K (3ml) izmmiiz^ l-i^-3-(3' - v>V ?-;U7 * / ^ D h° 
*) ***** $ KttBtl (1 1 2m g) *JniL, ISlwt2 5*IU*L*:flU 
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nmms 1 tmnv&mz&ixmwiL $e®fb^5 4mg > ©57^ 

*H-NMR (CDC 1 3 , 5 0 0MHz) : 6 1. 3 1 (s, 9 H) , 4. 
00 (s, 3H), 4. 01 (s. 3H), 6. 83 (d, J=4. 9Hz, 1 
H) , 7. 2 0-7. 9 9 (m, 9H) . 8. 0 6 (m, 1 H) , 8. 3 9 (d, 
J=4. 9Hz, 1H) . 8. 60 (brs, 1 H) 

®S##f<I (FD-MS, m/z) :4 72 (M + ) 

mmmv 1 

N- {4- C (6, h*is-4-*y U;U) fjj 7x-i} - C4 

-y^Jly^-ji} XjltfJ-y-j K (16 1) 

6, 7-^h + y-4- (4-7;;7x; + -» *y y > (6 2mg) t 
^SxOA-y^J^^mm (104mg) £N, N-yyf^^7J K 
(3m 1) lzfeMlt:'&^ l-xf-^-3- (3* - ^;UT $ J fu t°;b) 
*-fciK5M ^ h'mtm (1 1 7mg) £Jd;U MStCT2 lB^IBHtffLfcfl^ H 
J60J5 ltlWOHfrfcioTlMJU ii®^M2 1mg, IK$2 2%7? 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 6 0. 9 4 (t, J =7. 3H 
z. 3H) , 1. 3 8 (m, 2 H) , 1. 6 3 (m, 2H) , 2. 6 9 (t, J 
= 7. 9Hz, 2H), 4. 03 (s, 3H) , 4. 05 (s, 3 H) , 
6. 72 (d, J=4. 9Hz, 1H), 7. 30 (d, J=7. 9Hz, 2H) 
. 7. 39 (s, 1H), 7. 42 (s, 1H), 7. 57 (d, J=8. 5H 
z. 2H). 7. 78 (d, J=8. 5Hz, 2 H) . 7. 81 (d, J = 7. 
9Hz, 2H), 8. 08 (s, 1H), 8. 42 (d, J=5. 5Hz, 1 H) 
n&fttirm (FD-MS. m/z) :4 72 (M + ) 
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mmm9 2 

N- {4- [ (6, 7-z?t h^->-4-^y jMQ *±jA 7x-Jl/} - 
N' - (4-y^;Uf-^-7x-;U) frl/7 (16 3) 

6, 7-^h + ->-4 - (4-7i/7x; + -» *y D 7 (5 3mg) £ 
h;i/x> (3ml) KSn&^Lfc&x 4-yf7i/f-*7.r-;M' 7-77*- h 
(0. 2ml) 8^Han«a*Lfco #ftBLT*fcfeS*iHStU HA 

x 7 T*ft#t SCiiat) mm<D<k&%l* 6 2 m g . iR^ 7 6 %-e*§fc 0 

1 H-NMR (DMSO-dg , 500 MHz) : 5 2. 44 (s, 3H), 
3. 94 (s, 3H), 3. 95 (s, 3H) , 6. 44 (d, J=4. 9Hz, 
1H), 7. 19 (d, J=9. 2Hz, 2 H) , 7. 23 (d, J=8. 5H 
z, 2H), 7. 38 (s. 1H), 7. 44 (d, J=9. 2Hz, 2 H) , 
7. 52 (s, 1H), 7. 58 (d, J=8. 6Hz, 2 H) , 8. 46 (d, 
J = 4. 9Hz, 1H), 8. 70 (s, 1 H) , 8. 79 (s. 1 H) 

mmftftm (fd-ms, m /z) :46i (m + ) 

HJ60J9 3 

N — (3-xh^y/^;^-^7x-^) -N' - {4- [(6, ZzJLLt 
* : s-4-*J 7 x-;U} fr77 (16 4) 

6, 7-^n^->-4- (4-7 ;;7x;^-» +yj 7 (5 3mg) £ 
(5ml) Kj&DlB&jS? L 3-xh + ->*;^-;i/7i^;Kv>> 
7*-h (2 8 4mg) SrJjD*., 1 NF^SD^iSSt L fc e ^^od^WJ 
•feh7 (10/1) T-S^1-SvU*y^7A^avh^7>f-lw<kt)MI2 
U IS©M^18mg, JR^2 0%T-^fc o 

1 H-NMR (CDClg, 5 0 0MHz) : 61. 3 8 (m, 3H) , 
3. 98 (s, 3H), 4. 05 (s, 3H), 4. 35 (m, 2 H) , 6. 4 
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5 (d, J=5. 5Hz, 1H), 7. 12 (d, J=9. 2Hz. 2H), 
7. 40 (s, 1H). 7. 47 (d, J=9. 2Hz, 2H), 7. 47 (d. 
J=8. 6Hz, 2H), 7. 58 (s, 1 H) , 7. 96 (d, J=9. 2H 
z, 2H) , 8. 05 (s, 1H) , 8. 1 7 (s, 1 H) , 8. 4 7 (d, J 
= 5. 5Hz, 1H) 
mmftftm (FD-MS, m/z) :48 7 (M + ) 

N— (4-^oa7x-;b) -N / - {4- [ (6, 7 - >V h*->-4-» 
7U;U) t4^y] 7z-;b) frl^7(16 5) 

6, 7-vM h*>-4- (4-7;;7x; + y) +y U > (5 2mg) £ 
h;t,i> (5m I) IztitimmLttk* 4-?DD7x-;Kvm-h 
(0. 2ml) *flo>U lftmamMXLLtLo flfttiLTi U 
x>Tftj|^5C£lcJ:0£S©ft£#j£4 3m g. JK$5 5KT'8fc 0 

* H — NMR (DMSO-dg , 5 0 0MHz) : 5 3. 94 (s, 3 H) , 
3. 95 (s, 3H), 6. 44 (d, J=5. 5Hz, 1 H) , 7. 20 (d, 
J=9. 2Hz, 2H), 7. 32 (d, J=8. 5Hz, 2 H) , 7. 38 
(s, 1H), 7. 49 (d. J=9. 2Hz, 2 H) , 7. 51 (s. 1 H) , 
7. 58 (d, J=9. 2Hz. 2 H) , 8. 46 (d, J=4. 9Hz, 1 H) 
. 8. 83 (brs, 1 H) , 8. 83 (brs, 1 H) 

li^I (FD-MS, m/z) :44 9 (M+), 45 1 (M + +2) 

mmm9 5 

i N- (2-^77°a^7x-;l/) — N' - {4- [(6, 7-^h4->- 

4-^yj;U) jjfryj 7x-;i^} (16 6) 
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6, h*v/-4- (4-7;;7x; + -» +;>J> (4 4mg) £ 

bJl^-'y (5ml) lzm&mMLfz'&^ 2 ->f 77o t^7i-W 7 >7*- 
h ( 0\ 2ml) £tJ0;U 8 0 ^PIJDiillLfco SIS* ? n n *;UA/7-tr h 
> (10/1) TJg^tS^U^W^^A^Dv ^77^ — fZck t>mSSL. 
^@©ft£#)£l 4mg, )R$2 0%THfco 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 51. 2 1 (m, 6H) , 

3. 21 (m, 1H), 4. 04 (s, 3H) , 4. 04 (s, 3 H) , 

6. 4 2 (m, 1H), 6. 6 3 (m, 1 H) , 7. 0 9-7. 5 5 (m, 11 
H) , 8. 4 6 (m, 1 H) 
HfitfM (FD-MS, m/z) :4 5 7 (M + ) 

^6&#19 6 

N- {4- [(6, TjzjtJ. h*->-4-*7 'J;lQ 7x-;H - 

N' -7x_;UOU7 (167) 

6, 7- v>V h*->-4- (4-7;/7x; + >') »J > (5 lmg) £ 
h;l^> (5ml) iZtammmitz^ 7x^Myi/7^-h (0. 2ml) 

^to^> softmmimmitLo ^7DD*w7ti«> ao/n -e 

2 lmg. iR$4 IHX-ntLo 
1 H-NMR (CDClg, 500 MHz) : <5 4. 04 (s, 3H), 

4. 0 4 (s, 3H), 6. 6 1 (m, 1 H) , 7. 0 5 (m, 1 H) , 7. 3 
6-7. 44 (m, 10H), 7. 99 (s, 1 H) , 8. 31 (s, 1 H) , 
8. 3 6 (m, 1H) 

««#tfHI (FD-MS, m/z) :43 1 (M + ) 
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H»J9 7 

N- {4- [ (6, Y*i/-4-*J VJl) t±±l 7*-M - 

N' - (2--hD7x-;l/) 01/7 (168) 

6, 7 -'J/ r*i/-4- (4-7;;7x;+-» (8 3mg) £ 

h;Ui> (8ml) icJiia&JgJBLfcSL 4--ho7x-Mvm-h (3 
7 0 m g ) £j&D;L. 4 0 affltofftlSE L /Co WtB L T £ fc€H£tt9l L> h ;Ux 
>T?ifc»t £ £ t \Z «fc *> mm<D<t&to* 5 8 m g , IR^ 4 5 %T^fc 0 

1 H-NMR (DMSO-dg , 5 0 0MHz) :<53. 94 (s, 3H), 
3. 95 (s, 3H), 6. 46 (d. J = 5. 5Hz, 1H), 7. 22 (m. 
1H), 7. 23 (d. J=9. 2Hz, 2 H) , 7. 38 (s, 1 H) , 7. 
51 (s, 1H), 7. 62 (d, J=9. 2Hz, 2H). 7. 71 (m, 1 
H) , 8. 11 (m, 1H), 8. 3 1 (m, 1 H) , 8. 4 6 (d. J =5. 
5Hz, 1H), 9. 62 (s, 1 H) , 9. 96 (s, 1 H) 

MftftffHI (FD-MS, m/z) :4 6 0 (M + ) 

H»J9 8 

N- (2-7;;7x-;^) -N' - {4- [ (6, l-V* h^v-4-4- 
yjJlQ 7x-;l/} »U7 (16 9) 

N- {4- [ (6, 7-^ h*S/-4-+y'J*) 7x-M - 

N' - (2--hD7x^) ^UT (4 2mg) £N, N - >>y ^;U*;UAy 
S K/iH*xf-;U (12ml /6ml) fc&JBU 2 0K*IMfc/<5 
^ (7 Omg) £fln*. N *3R»HStTMIcT3l^Pa«ff Lfco mm**?* 

h^m^xmMLfz^ #m&m&mxre&&u m^mmi- h u 7at^*i 

L*: 0 «ET*fltS*U %m<D<t&®Z 3 9mg. PI 0 0KT?fcfc o 
"'•H-NMR (DMSO-d- , 5 0 0MHz) :<5 3. 9 4 (s, 3 H) , 
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3. 9 5 (s, 3H) , 4. 7 7 (b r s. 2H) , 6. 4 4.(d, J =5. 5 
Hz, 1 H) , 6. 5 8 (m, 1H) , 6. 7 5 (m, 1H) , 6. 8 5 (m, 
1H), 7. 18 (d, J=8. 5Hz, 2 H) , 7. 34 (m. 1 H) , 

7. 38 (s, 1H), 7. 52 (s, 1 H) . 7. 58 (d, J=9. 2Hz, 
2H), 8. 29 (s, 1H), 8. 46 (d, J=4. 9Hz, 1H), 

8. 9 2 (s, 1 H) 
Sl»«fI(FD-MS, m/z) :4 3 0 (M + ) 

HWJ9 9 

N- {4- [(6, 7-97Fty-4-^ l J^)^->] 7x-;b) - 
N' - (3-- hn7x-;U) <7l/7 (170) 

6, 7-i?jt h*v-4- (4-T^7xy + » +y 'j> (8 3mg) £ 
h;l^> (6ml) K2m!SWga?Lrt:&. 3--hQ7x^MV>7^- h 
(384mg) £jljn;U 4 0#F«&S2ftLfco dd*U/7* h > 

(1 0/1) T'mmtZi' , )i}¥>l'*7J*?v^ h^77^ -ICfcDffiMU S 

2 H-NMR (DMSO-dg , 5 0 0MHz) : 5 3. 99 (s, 3 H) , 

4. 0 4 (s, 3H) , 6. 4 3 (d, J =4. 9 Hz, 1 H) , 7. 1 0 (d, 
J=9. 2Hz, 2H), 7. 38 (m, 2H), 7. 47 (d, J=8. 6H 
z, 2H), 7. 57 (s. 1H), 7. 81 (m, 2 H) , 8. 19 (s, 1 
H) , 8. 31 (s, 1H), 8. 46 (d, J=4. 9Hz, 1 H) , 8. 5 
9 (s, 1H) 

Il^fi(FD-MS, m/z) :4 6 0 (M + ) 
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mmmi o o 

n- {4- [ (6, i-v* h^->-4 z±l l)Jl ^ *±k2 z±=M - 

N' -tt+JlVUT (1 7 1) 

6, !■-*>* h*5/-4- (4-7i;7*; + -» +7 'J> (5 1mg) £ 
h;Ux> (5ml) fcJn*«rtfPLfclk t?f;k7^74-h (0. 2ml) 
£fln;U 2ttMMfcBftL*:o 8Mt**oD*M,A/7-fe h > (1 0/1) 

mg, iR^4 l%T^/Co 

X H-NMR (CDC 1 3 , 5 0 OMHz) : <5 0. 8 7 (m, 3 H) , 1. 
26~1. 3 0 (m, 1 OH) , 1. 53 (m, 2H) , 3. 2 7 (m, 2H) . 
4. 03 (s, 3H), 4. 03 (s, 3H), 5. 04 (m. 1 H) , 6. 4 

4 (d, J =5. 5 Hz, 1 H) , 6. 97 (s, 1 H) , 7. 1 0 (d. J = 
8. 6Hz, 2H), 7. 41 (s, 1 H) , 7. 42 (d, J=8. 6Hz, 
2H), 7. 55 (s. 1H), 8. 46 (d. J=4. 9Hz, 1 H) 

1MKFD-MS. m/z) :45 1 (M + ) 

mmmi o 1 

N - (3-TW7*-;U) -N' - {4- [ (6, 7-yy r*»>-4-* 
yj;u) -71^7 (172) 

N- {4- [(6, 7-?>h + '>-4-+y , iA)*+->] 7i-;H - 
N' - (3--hD7x-;W 9^7 (28mg) £N, N — i>V f;l/^^A7 

5 K/ftSxfjl, (5m 1/2. 5ml) KfeMl. 2 0%7m4l'<? i?V J*- 
m% (9 7mg) *fln;U TK^H^T^S^T 3B#Ra«#Lfc 0 
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1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 4. 02 (s, 3H), 
4. 03 (s, 3H), 6. 41 (m, 1 H) , 6. 41 (d, J=5. 5Hz. 
1H) , 6. 6 1 (m, 1H) , 6. 9 0 (s, 1 H) , 7. 0 5 (m. 1 H) , 
7. 09 (d. J=8. 5Hz, 2 H) . 7. 4 0 (s, 1 H) , 7. 43 (m. 
1H), 7. 47 (d, J=8. 5Hz, 2H), 7. 55 (s, 1 H) , 8. 
03 (s, 1H), 8. 44 (d, J=5. 5Hz, 1 H) 

n*fitirm (FD-MS, m/z) :4 3 0 (M + ) 

HWJ1 0 2 

N-7'J;U-N' -{4- [(6, 7--^> h4y-4-^yj^) t^y] 
7x-;U} -)l/7 (17 3) 

6. 7-i>7 h + i/-4- (4-7^7x; + y) +y 'J > (5 Omg) £ 
N, N-vV^;b*;UA7^ K (5ml) JC&flPLfc^ 7UM7->7^-h 
(0. 2ml)*M> 8 0tT15NfKraDHftfl!^L^o Rje«lc**lDis # 
Mi^;bT'2lsI»tbLfcmWilS^iafD^7K-e^L. tfckflfflfc* h 'J 7AT 
^L^o «ffT»«*S*U SB6*^DD*^A/74r h> (10/1) T? 

6 lmg N JR$9 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : <!> 3. 9 0 (m, 2H) , 

4. 0 3 (s, 3H) , 4. 0 3 (s, 3H) , 5. 1 2 (d, J = 1 0. 4H 
z. 1H), 5. 23 (d, J=17. 7Hz, 1 H) , 5. 62 (s, 1 H) . 

5. 8 8 (m, 1H) , 6. 4 1 (d. J =4. 9 Hz, 1 H) , 7. 0 8 (d, 
J=8. 5, 2H), 7. 39 (s, 1H), 7. 44 (d, J=8. 5Hz, 
2H), 7. 54 (s. 1H), 7. 75 (s, 1H), 8. 44 (d, J = 

5. 5Hz, 1H) 
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IiMtt(FD-MS, m/z) :3 7 9 (M + ) 

m&mi o 3 

N- {4- [(6, 7-ynt->-4-^/'J^) y - 

N' - (1 z±Zf2k> .(17 4) 

6. 7-v^ HrS/-4- (4-7;;7xy+-» +7 >;> (5 0mg) £ 
M>x> (5ml) ICj[l»Lfci> l-t7W;->7^-h (0. 2m 
1) fcfln*.. 2 OftmtmmitZo ^^n^U/7*t-> (10/1) 
T-gg^ 5 *> <J YJliJ y^trwhy^yi -iz&?> fit £ U ^SO-ffc^S- 
41mg, IR$5 2%T'^/c 0 

^H-NMR (DMSO-dg, 5 0 0MHz) :<5 3. 9 5 (s, 3 H) , 
3. 95 (s, 3H), 6. 45 (d, J=5. 5Hz, 1 H) . 7. 21 (d, 
J = 9. 2Hz, 2H) , 7. 38 (s, 1 H) , 7. 4 8-7. 6 5 (m, 7 
H) , 7. 92-8. 15 (m, 3H), 8. 46 (d, 5=4. 9Hz, 1 H) 
, 8. 80 (s, 1H) , 9. 20 (s, 1 H) 

li^i (FD-MS, m/z) :4 6 5 (M + ) 

mmm 1 o a 

N- (2 -N r - {4- [ (6, 7 - >V L±2z±Z±ZJ! 
>>!/) **^3 ^ jl— M -7 1/7 (17 5) 

6, 7-i>y h*i/-4- (4-7;;7x; + -»+;'J> (5 2mg) £ 
h;Ui> (5ml) KMHttffLfcft. 2-k'7i-MV-m-h (0. 2 
ml) £Jq;U 3 0#HMft»aKLfco g|2g£* d o;M,A/7-fe h > (10/ 

«U«r 5 6 m g, 6 4 %T?&tLo 
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1 H-NMR(CDC1 3 , 500 MHz) :<53. 97 (s, 3H), 
4. 04 (s, 3H), 6. 35 (d. J=5. 5Hz, 1 H) , 6. 96 (s. 
1H), 7. 40 (d, J = 9. 2Hz. 2 H) , 7. 14-7. 39 (m, 
11H), 7. 54 (s, 1H), 7. 89 (brs, 1 H) , 8. 08 (d, 
J=8. 6Hz, 1H), 8. 33 (d, J=5. 5Hz, 1 H) 

IiMt(FD-MS, m/z) :491 (M + ) 

m&m i o 5 

N- (4-xf;b7x^^) - N' - {4- [ (6, 7-v/ h*->-4-* 

*±j/] 7x-ib) (18 8) 

6. h*:>-4- (4-7$ 7 7x; + y) > (5 lmg) £ 

h^x> (5ml) IcjQfBtfgfllLrt:^ 4-iWx-MV->7*-h 
(0. 2ml) £Jo;U 9 0 tfRMI&Sfli L tz 0 d d*;UA/74? h > 

(1 0/1) T'M^t^'>»J^y;^5i,^D-7 h?'7 7^-KJ;D*f3!iU ^ 
42mg,)R$56 %T'^^ 0 
* H -NMR (CDC 1 3 , 5 0 0MHz) : <5 1. 1 8 (m, 3H) , 2. 
5 8 (m, 2H) , 3. 9 9 (s, 3H) , 4. 0 2 (s, 3H) , 6. 3 9 
(d, J=5. 5Hz, 1H), 7. 07 (d, J=9. 2Hz, 2H), 7. 
11 (d, J=7. 9Hz, 2H), 7. 25 (d, J=8. 5Hz, 2 H) , 
7. 40 (s, 1H), 7. 42 (d, J = 8. 5Hz, 2H), 7. 55 (s, 
1H), 7. 60 (s, 1H), 7. 81 (s, 1 H) , 8. 43 (d, J=4. 
9Hz, 1H) 

(FD-MS, m/z) :4 4 3 (M + ) 
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N-Oy^OU-Isr - {4- [ (6, 7-vV h*v-4-*7 it* 
f>] 7x-;W U7 (18 9) 
6, 7-vV h+v-4- (A-7U 7i/ + y) *7 D > (5 2mg) £ 
(5ml) ICJUD^ML^ <>vVMV->7^-h (0. 2ml) 
5 0^r B m^il^Lfco H$^^DD*;bA/T-fe h> (10/1) T 

1 lmg. iR^l 5%T^o 
1 H-NMR (CDClg, 500 MHz) : 6 4. 06 (s, 3H), 4. 

07 (s, 3H) , 6. 49 (d, J=4. 9Hz, 1 H) , 7. 20 (d, J 
= 9. 2Hz, 2H) , 7. 43 (s, 1 H) , 7. 54 (m, 2 H) , 7. 5 

8 (s, 1H), 7. 65 (m, 1H), 7. 71 (d, J=9. 2Hz, 2H) 
, 8. 04 (d, J=7. 9Hz, 2 H) , 8. 50 (d, J=5. 5Hz, 1 
H) , 9. 53 (s, 1H) . 11. 04 (s, 1 H) 

M##HI (FD-MS, m/z) :4 4 3 (M + ) 

IUte0>]lO7 

N-xh^^^f-^-N' - {4- [(6, h*->-4-*7'J 
;b) 7x-M frU7 (19 0) 

6, 7-v*y h + v-4- (4-7;;7x; + -» +;'J> (5 2mg) £ 
h;Ui> (5ml) \ztiammMltz'&^ xF + y^^My->7*-h 
( 0 . 2ml) £j&0;U 1 5 £MiKti!&B*K L fco ««■ ?dd *;U A/T* h > 
(1 0/1) •eJg^'5'> , ^y>'U*7A^a-7h^57^-{C«fctim^L. S 
JS©tt£$)£ 2 0 m g ^ iR^ 2 8 %T#fc 0 

1 H-NMR (CDCL, 500 MHz) : 5 1. 37 (t, J=7. 3H 
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z, 3H) , 4. 1 0 (s, 3H) , 4. 1 7 (s, 3H) , 4. 3 1. (q, J 
= 7. 3Hz, 2H), 6. 70 (d, J = 6. 1Hz, 1 H) , 7. 20 (d. 
J=8. 6Hz, 2H) , 7. 64 (s, 1 H) , 7. 72 (d, J = 9. 2H 
z, 2H), 8. 12 (s, 1H), 8. 50 (d, J=6. 7Hz, 1H), 
10. 0 8 (s, 1 H) 
ft»##rM (FD-MS, m/z) : 4 1 1 (M + ) 

mmm 1 o 8 

N- {4- [ (6, 7->7F^^4-^'J^) - 
N' - (2-yfJb7j:-;b) fruy (5 6) 
6, 7-vV h*->-4- (4-7;;7x; + y) (5 lmg) £ 

(5ml) ClMLfci, 2-^f;b7x^KV>7T>-F 
(0. 2ml) 1 5^JliIILto F > 

(1 0/1) t«n>"J*W7A^DT h^7 7^-lcJ:D«i!!U ^ 
S©{b&tf£ 6 1 m g > JRSp 8 2 %H'&tz 0 

1 H-NMR (CDClj, 5 0 0MHz) : 62. 2 0 (s, 3H) , 4. 
00 (s, 3H), 4. 03 (s, 3H), 4. 31 (q, J=7. 3Hz, 
2H), 6. 40 (d, J = 5. 5Hz, 1 H) , 7. 05-7. 20 (m, 6 
H) , 7. 39 (s, 1H), 7. 42 (d, J=8. 5Hz, 2 H) , 7. 5 
5 (s, 1H), 7. 60 (d, J = 7. 9Hz, 2 H) , 7. 80 (s. 1 H) 
, 8. 4 5 (d, J =5. 5Hz, 1 H) 
@e#«fflfi (FD-MS, m/z) :4 2 9 (M + ) 
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mmm i o 9 

N— {4- [ (6, h^v/-4-^y;;U) 7x^} - 

N; - (3-^f^7xx;b) frl/T (5 5) 

6, h + >- 4 - (4-7^ J U > (5 lmg) £ 

Ml/x> (5ml) lcfln&i§Ji?lfcSL 3-y^;U7 i -;b-rv v7*- h 
(0. 2ml) £flD;i N 1 5ftffim*b&ffiLtz 0 o n.*;UA/7-te h > 

do/1) T-jg^t-sv/'j^^u^^A^Dv -iz^tommu S 

iOf^4 1mg, iR$5 6%T^/Co 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 2. 3 2 (s, 3H) , 
4. 02 (s, 3H), 4. 04 (s, 3 H) , 6. 43 (d, J=5. 5Hz, 
1H), 6. 93 (d, J=7. 3Hz, 1 H) , 7. 10-7. 22 (m, 6 
H) , 7. 41 (s, 1H), 7. 4 4-7. 4 7 (m, 3 H) , 7. 56 (s, 
1H) , 8. 46 (d, J = 5. 5Hz, 1 H) 

mmfiVrm (FD-MS, m/z) :4 2 9 (M + ) 

mmmi 1 o 

N- (2-7Mn7x^) -N' - {4- [ (6, 7 -it* h*->-4- 
^;'J;i/) 7x-;H frU7 (6 0) 

6, h + i/-4- (4-7;;7x;*-» *;«J> (5 lmg) £ 

h;b^> (5ml) i:iMLti> 2 - 7Wn7 V i>7*- h 

(0. 2ml)^JP^> 1 5^SD^«5L/Co ^2t«:^oD^;UA/7-{? h> 
(1 0/1) -eKHt^'JrtY^a^A^o^ h?*57>r -{c«fc*)flS!U m 
m<Dit&®}% 5 4 m g . 7 3 %T'1#fc 0 

1 H-NMR (CDClg, 500 MHz) : <5 4. 01 (s, 3H), 
4. 04 (s, 3H), 6. 44 (d, J=5. 5Hz. 1 H) , 6. 97- 
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7. 0 4' (m, 2H) , 7. 10-7. 12 (m, 3 H) , 7. 4 2 (s, 1 H) 
. 7. 4 9 (d. J =9. 2 Hz, 2H) , 7. 5 7 (s, 1 H) , 7. 7 3 

(s, 1H) , 8. 17 (m, 1H) , 8. 3 5 (s. 1 H) , 8. 4 8 (d, 
J=5. 5Hz, 1H) 

mmftVrm (FD-MS, m/z) :4 3 3 (M + ) 

1 1 

N- {4- [ (6, 7-v?y h*->-4-*y j^23 7x^) - 
N' -yoh';l/»U7 (19 4) 

6, l-V* h + v-4- (4-7^7x; + ^) +;>J> (5 4mg) * 
N, N-y/f;l7*Wi K (3ml) lc**?Lfcfftx ^ot';Kvm 
-h (0. 2ml) £Jd*, 8 0 2 4 ttlBttDftfttt L fc 0 KJ&ttKTkS-flDiU 

-CimitZo «EETSIK£©*U SIS£?Dn*;bA/7-t? h> (1 0/1) 

5 9mg, 1R$8 4%T^fco 

X H-NMR (CDC 1 3 , 5 0 OMHz) : 6 0. 9 3 (m, 3 H) , 
1. 5 5 (m, 2H), 3. 2 4 (m, 2H). 4. 0 2 (s, 3 H) , 
4. 02 (s, 3H), 5. 47 (t, J=5. 5Hz, 1H), 6. 41 (d, 
J =4. 9 Hz, 1H) , 7. 0 8 (d, J = 8 . 5 Hz, 2 H) . 7. 3 9 

(s, 1H), 7. 43 (d, J = 9. 2Hz, 2 H) , 7. 55 (s, 1 H) , 
7. 60 (brs, 1H), 8. 44 (d, J = 5. 5Hz, 1 H) 

fffi##ffit (FD-MS, m/z) :38 1 (M + ) 
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mmm i i 2 

N - {4- [(6, Jjzll »y'J^U) 7x^) - 

N' - (4 - 7x-M^^7x^) (19 5) 

6, 7-v>V h + ->-4- (4-7U7x; + -» *7 U > (54m g) £ 
h;l/x> (5ml) lcS»U h'J7t^> (53mg) tlmz., 2 O^FelJn 
HSiLfco MJjr«:4-7;M>77x;> (8 5mg) £2in*.. l^KSn 

i££S£U ffi?DD*;^/7tl>> (10/1) -eSB81-S'>U*y;l/ 
*7i^o7 h/77>f -K-fctJffMU mmoitSmZl 9mg. JR*£2 1% 

1 H-NMR (CDClj, 500 MHz) : <5 4. 01 (s, 3H), 

4. 0 4 (s. 3H) , 6. 4 4 (d, J =4. 9 Hz, 1 H) , 7. 1 2 (d, 
J=9. 2Hz, 2H) , 7. 41 (s, 1 H) , 7. 46~7. 80 (m, 
12H), 8. 14 (s, 1H), 8. 30 (s, 1 H) , 8. 47 (d, J = 

5. 5Hz, 1H) 

nm&mm (FD-MS, m/z) :519 (M + ) 

3»J 113 

N-^y/;U-N / - {4- [(6, T JZ 2A±±^zAjI±ZlMA±}d 
7x-M frl/7 (19 6) 

6. 7-i?/ h*i/-4- (4-7;;7x; + y) *y D > (5 2mg) £ 
N, N-y^f;b7t;l/A7; K (3ml) \z®mitz'&, ^* v^H" 7 S"7* 
-h (0. 2ml) 6 OtTFl 5^KJDlft«^tfco RJEttl;:**JQx.. 
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t«Lt 0 .m«^iU gSSE£*oa*;kk/7-fe h> (10/1) 

6 3mg. JR$8 4%T^/c 0 
X H-NMR (CDClg, 500 MHz) : <5 0. 8 5 (m, 3 H) , 

1. 25-1. 47 (m, 6H), 1. 50 (m, 2 H) , 3. 26 (q. d = 
6. 7Hz, 2H), 4. 02 (s, 3 H) , 4. 02 (s, 3 H) , 5. 68 

(brs, 1H), 6. 40 (d, J = 5. 5Hz, 1 H) , 7. 07 (d. J 
= 9. 2Hz, 2H), 7. 39 (s, 1H), 7. 44 (d, J=9. 2Hz, 
2H), 7. 55 (s, 1H), 7. 94 (s, 1 H) . 8. 43 (d, J=4. 
9Hz, 1H) 

WMfttirM (FD-MS, m/z) :4 2 3 (M + ) 

fUfcm 1 4 

N- (5->T>y-;b) -N' - {4- [(6, 7-^ht->-4-^U 
;U) jjrSj frU7(!9 7) 

6, 7-vV h + ->-4- (4-7;;7x;^y) +/U> (5 lmg) £ 
h;Ui> (5ml) fcSSU MJ 7 (5 4mg) ^Jn^ 12» 

mmmitzo R&miz4-Tijj>y> (3 6m g ) zm*.^ 3 6^mmmst 

S*U ^Ht^nn^A/T-t? b> (10/1) Tr«flW-5->»J*y4/*5 
A^D-7h^^ 7 ^-{cJ:«9f|S}U M©fl;&$j£l 3mg. JR^I 6%T'f# 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 2. 0 4 (m, 2H) , 

2. 82-2. 8 6 (m. 4 H) , 4. 01 (s, 3 H) , 4. 03 (s, 3 H) 
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, 6. 40 (d, J=5. 5Hz, 1 H) , 7. 03 (m, 1 H) , 7. 08 
(d, J=8. 5Hz, 2H), 7. 13 (m, 1 H) , 7. 32 (s, 1 H) , 

7. 40-7. 57 (m, 6 H) , 8. 44 (d, J=4. 9Hz, 1 H) 
Si^tfrl (FD-MS, m/z) :4 5 5 (M + ) 

mmmi 1 5 

N — (3, A-i?t F^->7x^) -N' - {4- [ (6, 1- ! J* h*-> 
-4-*J>)Jl) ^4->] 7x-Jb) 1/7(19 8) 

3, 4-^/h + ->7-'JX4 2mg) ^hJl/X> (5ml) l«U h 
•J^xy"> (2 4mg) *JD^ N 2 2^BWJD^«ELfco 7 - 

h + ->-4- (4-7^7x; + -» +y U > (5 lmg) (5 2 m g) £j&D 

i 8^sd.^s^l^o &%mz%mfo%i- v u ^atk^^sd^. »ti 

f-^T'2[Hlf*aiL^W«Ji^tSfP^7K-e^t. &*«E»*h »J ATft* 
Lfc G ^T&&£S£U SS^^DD^V7th> (10/1) T-mffl 

»R^1 8%-e^ifco 
1 H-NMR (CDClj, 500MHz) : 5 3. 84 (s, 3H), 
3. 85 (s, 3H) , 4. 0 1 (s, 3H) , 4. 0 4 (s, 3 H) , 

6. 43 (d, J=4. 9Hz, 1 H) . 6. 7 5-6. 8 0 (m, 2H), 

7. 10 (d, J=9. 2Hz, 2H), 7. 16 (s. 1 H) , 7. 38 (s, 
1H), 7. 41 (s, 1H), 7. 45 (d, J=8. 5Hz, 2H), 7. 
56 (s, 1H), 7. 59 (s, 1 H) . 8. 46 (d, J=4. 9Hz, 1 
H) 

Sl^tlfi (FD-MS, m/z) :4 7 5 (M + ) 
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fittm 1 6 

N — (3, 4-^=f-Vyy**i/7 x£JU) -N' - {4- [(6, 
h*v-4-*y U;t/) j^vQ frby (19 9) 

3, 4-m-ls>it**i/T-*) > (8 0mg) £h;bi> (5ml) izfefft 
U b 'JiWi > (0. 5ml) *tuAfctfe h U (5 Omg) £Jn 

J<U lHf a 1JDiSi!lL/: 0 S^l:6, 7-^ h*<>-4- (4-7^7^ 
/*>0 +7 'J > (5 2mg) £fln;L> 1 0 O^m^ilML^o SJCtt(cm 

T-zfc# U h 'J * Lfco «ET*ii*S* U g££ * o d 

*;UA/7*h> (10/1) ^BBB^&^y ft ¥ hi] 7 2*5 u^? bf^yj- 

1 H-NMR (DMSO-dg , 500MHz) : <5 3. 94 (s, 3 H) , 

3. 94 (s, 3H), 4. 19-4. 21 (m, 4 H) , 6. 43 (d, J = 

4. 9Hz, 1H) , 6. 7 4-6. 7 8 (m, 2H), 7. 09 (s, 1 H) , 
7. 17 (d, J=9. 2Hz, 2H), 7. 37 (s, 1 H) , 7. 51 (s, 
1H), 7. 56 (d, J=8. 5Hz, 2 H) , 8. 45 (d, J=4. 9H 
z, 1H), 8. 47 (s, 1H) , 8. 69 (s, 1 H) 

S&tiVrm (FD -MS, m/z) :4 7 3 (M + ) 

mmmi 1 7 

N-y^^-N- {4- [ (6, 7-yy h**>-4-*y U ;U) 7 
^-^} — N' - (4-^ ht->7x^) 7U7 (2 0 0) 

&7K#& (0. 2 7ml) (0. 13ml) ^Jp^ 6 0 < tT2B$p E 8Jn 

mSLftltZo fcf&mzr h7t Ko77> (8ml) l^»Lfc6, 
*>-4- (4-7;/7i^-» +y 'J > (3 0 3m g) £Jn;i N MfclCT 
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ff~Rgi«£@£U ii^^DD^A/7th> (lo/i) -ejg^-r^vu 

*W7A?D7 -IcfcOHSUL 6, h + y-4 - (4 

-*^;^7;;7x;+y) *yj>£327mg ^fc 0 
:©6, 7-v>V h 4=- > - 4 - (4-*>l>5 5 -/ 7x^>» +y >J > 
(3 1 7mg) ^ff7t Ku77> (9m 1) K /gft? U **ftT;b ^ -V A 

uf-^A (i8img) £jq;u m&\zT2Hrmwitzo Rfomzmtry* 
-bh> (lo/i) TjgBgt-s^u^y^^A^ov — ic t»fitss? 

U 6, 7-vM h*«>-4- (4-^ =f-)VTi J 7i7 + y) U >£2 3 
9 m gf#fc 0 

C©6, 7-i^y b**>-4- (4-^W;/7i; + i/) +y 'J > (4 
9mg) £b;Ux> (5ml) ic L 4 -/ h+->7i-;KVy 
7*-h (0. 2ml) ^-tD^ 1 2l5lfflina&i!afELfco SS^^ntW 

T-feh> (1 0/1) TJgi^-r^ U 77 W 777^^7 D-7 h/7 7^ — tC ^ f9 ft 

1 H-NMR (CDC1 3 , 500MHz) : <5 3. 3 8 (s, 3H), 
3. 77 (s, 3H), 4. 05 (s, 3H) , 4. 06 (s, 3 H) , 

6. 14 (brs, 1H), 6. 59 (d, J=5. 5Hz, 1 H) , 6. 82 
(d, J=9. 2Hz, 2H) , 7. 21 (d, J=9. 2Hz, 2 H) , 

7. 29 (d, J=9. 2Hz, 2H), 7. 44 (d, J = 8. 6Hz, 2 H) 
, 7. 45 (s, 1H), 7. 52 (s, 1 H) , 8. 55 (d, J = 5. 5H 
z, 1H) 
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fi^I (FD-MS, m/z) :4 59 (M + ) 

mmmi i 8 

N-yf^-N-7x_;l/-N' - {4- [(6, 7- h4-i/-4-^y 
■J;LQ 7x-;b) »7b7 (2 0 1) 

6, 7->M h + v-4- (4-7;;7x; + -» *7 'J > (7 2mg) £ 

h;ui> (7mi) iwK?su (5 2m g ) zm*.* 3#®mmm 

MLfco RJEW[icN-y^7-»;> (0. 0 5ml) ^te, l$MftlfNtil% 

*U ^ji^^DD*;l/A/T-lr b> (10/1) "CM^'t ZtisViJ *f)\sii 5 A 
^?^77^ -lc£*mS!!U MO<t^»«r4 8mg N iR*4 6%T'^^ 0 

1 H-NMR (CDClg, 5 0 0MHz) : <5 3. 3 7 (s, 3 H) , 
4. 04 (s, 3H). 4. 04 (s, 3H), 6. 32 (brs, 1 H) , 
6. 41 (d, J=4. 9Hz, 1H), 7. 07 (d, J=9. 2Hz, 2H) 
. 7. 3 7-7. 5 3 (m, 8H), 7. 54 (s, 1 H) , 8. 45 (d, J 
= 5. 5Hz, 1H) 

KftfttfHI (FD-MS, m/z) :42 9 (M + ) 

HJSW119 

N-y^;l/-N- (4-> ht->7x-;i/) — N' -y^-N' - {4- 

[(6, 7-^^->-4-tyj;b)tt->] 7x-M -7 by (2 0 2) 

N- (4-7 h + ->7x-i) -N' - {4- [ (6, 1- S J/ h + i/-4- 
+ y>J;U) 7x;;H -7^7 (99mg) £N, N-i>>f***A7 

^ K (3ml) K»HU **fb*- h U -7 A (4 2mg) £J)D;L. Ml:t2 0 
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airaw* l t& a vit* ( o . 0 3mi) rn^MT i i$&a«# tti 0 

4£?nn*;UA/7-fe h> (10/1) T-Jg^S vllrt^TJ^A^DV h 

■^H-NMR (CDC L , 500 MHz) : <5 3. 23 (s, 3H), 

3. 24 (s, 3H), 3. 75 (s, 3H), 4. 05 (s, 3 H) , 

4. 06 (s, 3H), 6. 27 (d. J=5. 5Hz, 1 H) , 6. 69 (d, 
J=8. 5Hz, 2H), 6. 81 (d, J=9. 2Hz, 2 H) , 6. 89 
(d, J=9. 2Hz, 2H) , 6. 91 (d, J=9. 2Hz, 2H) , 7. 
42 (s, 1H), 7. 51 (s, 1H), 8. 53 (d, J=4. 9Hz, 1 
H) 

mmftVtm (ED-MS. m/z) :4 7 3 (M + ) 

HWJ12 0 (##0>J) 

3. 4-->^DQ7x-;M-n4y7x-;^h> 

rtJflR&O-bo/^y (10ml) 4\ TfilRS© 7 - 7 - ;U (1. 0 8 1 g) 
£7fJfl&<5,©3, 4-^od^/Wd'JK(2. 0 9 5 g) irftlSS©^ 
y 771/^ A (HI) MJ7^tD^^>x;bt4-h (6 2 0mg) £fln;U 
6 0lC{CT8^a^LfCo *oo*;bAT"#iiSU ?do* 

*H©*fc£«8*2 7 Omg. IR$1 0%T'^ o 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 8 3. 9 0 (s, 3 H) , 
6. 98 (d, J=9. 2Hz, 2 H) , 7. 56 (s. 1 H) , 7. 58 (d, 
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J = l. 8Hz, 1H), 7. 79 (d, J=9. 2Hz, 2 H) , 7. 84 
(d, J = l. 8Hz, 1H) 

®&£Vrm (FD-MS, m/z) : 2 8 0 (M + ) , 2 8 2 (M + +2) 

3, 4-^^nD7x-;l/ 4-bKnt->7x^ h > 

> (2 3 5mg) ^^dd^> (2ml) ICj§ft?U 7ki£Tl. 0M-fo> 
Hj^o; K-^dd^>^ (7ml) £flO;U ^&*2Bfe«£#L*:&K 

7 3m g. JK$7 7%T^c 0 

1 H-NMR (DMSO-dg , 500 MHz) : 5 6. 91 (d, J = 
8. 5Hz, 2H), 7. 62 (dd, J = l. 8, 8. 6Hz, 1 H) , 
7. 68 (d, J=8. 5Hz, 2 H) , 7. 80 (d. J=7. 9Hz, 1 H) 
, 7. 85 (d, J = l. 8Hz, 1H), 10. 55 (s, 1 H) 

®*##HI (FD-MS, m/z) : 2 6 6 (M + ) . 2 6 8 (M + +2) 

ftWJl 2 2 

{4- [(6, 7 -'J* h*->-4-*yj;U) (3. 4 

-y»na7x-;l>) y?7> (17 7) 

T;Hf>^T. HWJ12 1T^3, 4-^dd7x_;1 4-kKo 
J-isyjL-Jl >rh> (15 4mg) £ 4 - >M $ J t° U > (7 7mg) 

^r+v'b> (5ml) ^Atl^S+ai^L/to 3I^TO4-^ud-6, 7- 
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y* ; s*j ') > (i 2 9m g) 2 immimmmmifz 0 mxm&m 

7*h> (2/1) TSHt5»»*>'J*W^D-7 -tcfc!)**«U 
mm<Oit&m* 8 1mg^iR$3 1 %T''&1z 0 

1 H-NMR (CDC lg , 500 MHz) : 5 4. 0 3 (s. 3H), 
4. 0 7 (s, 3H) , 6. 6 8 (d, J =5. 5 Hz, 1 H) . 7. 2 8 (d, 
J = 8. 5Hz. 2H), 7. 46 (s, 1 H) . 7. 47 (s, 1 H) , 
7. 60 (d, J=8. '5Hz, 1 H) , 7. 66 (dd. J = l. 8, 8. 6 
Hz, 1H), 7. 9 0 (d, J =9. 2 Hz. 2 H) , 7. 9 1 (d, J = 
1. 8Hz, 1H), 8. 60 (d, J=4. 9Hz, 1 H) 

(FD-MS, m/z) :4 5 3 (M + ) , 4 5 5 (M + + 2) 

Hm^>J12 3 (#%0)J) 
4- (4-fcKo^^>'/-f^) 

HI&0IJ2 2T'^fc4- h •;-n-y7 c ;bf->- 1 -y h * x y -;U 
(1. 2 82g) iff5l5S©4 — i'jy^'/'f n >J K (4 9 7m g) 
□ n*M (5ml) K*fl?U rPBRSOt'X (h'j7i-WX7-f » 
(ID ^dU K (8mg) £A*U 1 1 tfHJniaffi I fc c 

HTSiLfco «EET»«a*«»fcM (8 5 9mg) ^fh7tKo77 
> (2ml) * (5ml) £ 6 Nigie7jqg& (12ml) £flQ;lT 

4mfBUl«MiilELfco RiSfi^ft^iafDttft^ h 'J ? dd*UT 
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*>***! U &S<D<t&m*2 5 Omg. JR^3 7MTl#fco 

1 H-NMR (DMSO-dg , 5 0 0MHz) :<56. 91 (d, J = 
9. 2Hz, 2H), 7. 67 (d, J=8. 5Hz, 2 H) , 7. 80 (d, 
J = 7. 9Hz, 2H), 8. 01 (d, J=8. 6Hz, 2H), 10. 57 
(s, 1H) 

m&ftffi®. (FD-MS, m/z) :22 3 (M + ) 

4- {4- [(6, 7-^^ b»'>-4-^; 'J^) ^>>] ^>7^M ^ 
yy-Y ((17 8) 

TJl^fymMT. H«J1 2 3T|#*:4- (4-t Kd + ^>7^^) <> 
(2 3 0mg) t4-i>*1-)l7 I J t°*)'J> (13 8mg) 
l/> (5ml) tp^AtimUtp&ftltZo lW4-^nD-6, Y 
*is*J>)y (230mg) ZtiQ*-, 2 0 ^rM^DlKtiSdfE t tz 0 Kfom&MZ&fB 

mm^mi- h ^ atK7£&£ *;i/A-e#ssu ? □ o *;u Aji£&*fltg 

SKn II^DD*;!,A/i^i!?ifJl/ (5/1) T?SB8tSlWI*>U*y^D 
7h^7^-iaDiS!U IW^19 9mg, J»4 7%T*^fc 0 

*H-NMR (CDClg, 5 0 0MHz) :<5 4. 0 3 (s, 3H), 
4. 06 (s, 3H) , 6. 68 (d, J=5. 5Hz, 1 H) , 7. 29 (d. 
J = 8. 5Hz, 2H) , 7. 45 (s, 1 H) , 7. 46 (s, 1 H) , 
7. 82 (d, J=7. 9Hz, 2 H) , 7. 90 (d, J=8. 6Hz, 2 H) 
, 7. 91 (d, J = 8. 5Hz, 2H), 8. 60 (d, J=5. 5Hz, 1 
H) 
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(FD-MS, m/z) :410 (M ) 

mmmi2 5 (#%#d 

mfi5S.©-hny ^> (1 0ml) 4\ ffilRiS<D7-y-;U (1. 0 8 1 g) 
iTpflRno© 2 — ^ fMyZ-f Jlpu*) K ( 1 . 5 4 6 g) trffiRSGM ?f-;b 
t:^A(III) h'j7^a^>xW-h (6 2 0mg) 6 Otl: 

T7^iWLfc„ KJEfi£&£fSflS0!ll 2 0ilSO*«®U gjgofb 
£#l£l. 6 7 9 gs 1R$7 4%T'^ 0 
M£#r* (FD-MS, m/z) :22 6 (M + ) 

H»J12 6 (#%M) 

4-b Kn^->7x^ 2 ^17^— ;l frh> 

f£J£0Jl 2 5T**§*:4-y h + ->7x-^ 2->f^7x^ (1. 
6 60 g) ^^od^U (1 0ml) *#T1. 0M^a>h'jy 

o> K-^dd^>»« (2 9ml) *flp;U lfl*a»fLfco lBfc«#N£ 
3€fc 1 . 0 M*a > h ij 7*o ^ K- V s ? nay ^ (15ml) £}JD/U g 

M+2%a^L^si5s^*i^fe^i 2 1 tiwo^-efcau 

50 1 g> iK$9 6%T'^fc 0 
1 H-NMR (CDC lg , 50 0MHz) : 6 2. 3 0 (s, 3H), 

6. 87 (d. J=8. 5Hz, 2 H) , 7. 2 2-7. 2 9 (m. 3 H) , 

7. 37 (td, J=l. 2, 7. 3Hz. 1 H) , 7. 73 (d, J=8. 5 
Hz, 2H) 

n&fttirm (FD-MS, m/z) :212 (M + ) 
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HWJ12 7 

{4- [(6, h^y-4-^;'J^) t^y] 7x_;M (2-y 

f;b7x-;l/) t 9 J > (18 0) 
7;Hf>StarF> lUfiWl 2 6T»fc4-k Kn*i/7x-;U 2-^;b7 
^h> (1. 3 34 g) i4-^yf;H;7f'Jyy (84 5rag) 
£*S/U> (15ml) ^Aft^ffltHItflfco lB#Pa1^4-^na-6, 7 
-V* I**/* J U > (1. 4 0 6 g) Ztjaz.^ 2 3NFB3JD«ljB«ELfco SJfcg 

Mlc^+*>/T-bh> (2/1) T?SK-t-5»«->y*y;b 
*nvh^57'f-£ e k&*S8i!U mm<D<k&toZl. 2 5 8 g. 5 0%T 

1 H-NMR (CDC1 3 , 500MHz) : <5 2. 37 (s, 3H), 
4. 02 (s, 3H), 4. 06 (s, 3H), 6. 65 (d, J=4. 9Hz, 
1H), 7. 23 (d, J=8. 6Hz, 2 H) , 7. 25-7. 35 (m, 
3H) , 7. 3 9-7. 4 2 (m. 1 H) , 7. 4 5 (s, 1 H) , 7. 4 6 
(s, 1H), 7. 91 (d, J=8. 5Hz. 2 H) , 8. 57 (d, J=5. 
5 Hz, 1H) 
®fi$j#Tffi (FD-MS, m/z) : 399 (M + ) 

mmm 128 

{3- [ (6, 7-v>V Y*'s-4-*J V )\S> 7*-)i) y^-)l/ 

*J > (1 8 1) 

4-y-po-6, 7- >V h+ >^y >J> (1 1 2mg) irfJHRS© 3 - t K 



WO 97/17329 



1 2 4 



PCT/JP96/03229 



D*M>y7x;> (2 9 7mg) ZM&U 1 7 0*0+1 0£HI«#U:fk 

RtiMsmz^vy/T* yy (2/1) T*mm*zmmi'Vi7>fju9ai' h 

^^-KJ^flKRU »^»12 6rag, W6 5%TH/c 0 

1 H-NMR (CDClg, 90Mz) : <5 4. 0 4 (s, 3H), 4. 05 
(s, 3H) , 6. 5 3 (d, J =5. 3 Hz, 1H) , 7. 3 4-7. 8 8 
(m, 11H), 8. 53 (d, J = 5. 3Hz, 1 H) 
mmftVtm (FD-MS, m/z) :38 5 (M + ) 

mmm 129 (#%w 

2-7n^f;l/ 4-bKn4->7x-;l> h > 

^»J2 2T'^fc4- h 'J-n-7^;l^>- 1 -y f> + ->yf;l/7x;-A 
(1. 28 2g) £rfjJRS©2-:7o>Ol'*D 'J K (3 9 2mg) *>7uu*)\s 
A (5ml) fcflWRU rRRSOt'X ( h D "7 x X 7 4 » ^v^A 
(II) ?DiJK(8mg) £Aft. 1 l^lMLfco SfGS^^H»2 3 

LfCo msrfmmm^mtimm (6 6 2mg) *fh7tKD77> (2m 1) 
t®MZ^ tK (5ml) i6N4SBto!K»« (1 2ml) 31%mmmm 

mttz 0 Kjsm&totm&m 2 3 tmrnv^te-cmmu mm<D4t&®%2 1 

8m g> JK$3 9%~?mtz 0 

1 H-NMR (DMSO-dg , 5 0 OMH z) : <5 6. 7 6 (d d. J = 
1. 2, 3. 1Hz, 1H), 6. 91 (d, J=8. 5Hz, 2 H) , 
7. 33 (d, J=3. 1Hz, 1H), 7. 87 (d, J=8. 5Hz, 2H) 
, 8. 06 (d, J = l. 2Hz. 1H), 10. 39 (s, 1 H) 

H«&$ftS (FD-MS, m/z) : 188 (M + ) 
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mmm 130 

2-7o>Ol- {4- [(6, 7-^ht->-4-^'J;l/)^i/] 7x 
t 9 J > (18 2) 

7;m*>marF, 29^fc2-7n^Jb 4 - 1 Ko + 5'7xiA 

(205m g) hi-'JtZ-iVTU try (1 4 6mg) 
> (5ml) 4^AnM&*»#Lfc 0 1B$HKI4-*dd-6. 7->M h* 
>*yj > (2 4 4mg) «-Jp^ % 2 OBSKJn&iHffiLfco Kfcm&mZfm&t 

& N ^DO*^/KtxfA (5/1) 7fjSBit-S»S'>U*y^^Dvh^ 
57>f-K:«kt)»«!U »M$19 2mg, JR^4 7%T"^fc 0 

1 H-NMR (CDClg, 500 MHz) : 5 4. 03 (s, 3H), 
4. 07 (s, 3H), 6. 63 (d d, J=l. 8, 3. 7Hz, 1 H) , 
6. 65 (d, J=5. 5Hz, 1 H) , 7. 28 (d, J=8. 5Hz, 2 H) 
, 7. 32 (d, J=3. 7Hz, 1 H) , 7. 47 (s. 1 H) , 7. 48 

(s, 1H), 7. 73 (d, J-l. 8Hz. 1 H) , 8. 14 (d, J = 
9. 2Hz, 2H), 8. 58 (d, J=5. 5Hz, 1 H) 

Sf^DfilCFD-MS, m/z) :3 7 5 (M + ) 

i 3 1 (#%0j) 

ifrRS©- h o / 9 y (5ml) 4\ m«S©7-V-;U (5 4 1mg) <hm 
ifl©3-^fMW^DiJK (7 7 3mg) irUBRS^X* A 
(III) F'j7^toy^>x;bt4- h (49mg) S-tJD*.. 6 O'tKTlBfcfll 
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5mg. JR$5 6%T'ifc 0 
nmftmm (FD-MS, m/z) :2 2 6 (M + ) 

mmmi 32 

4-bKo4->7x-;l/ 3-y?-;U7x-;U frh> 

(603mg)£^DDy*> (3ml) tK#T1. 0M^a>h 

•j^o* F'-^dd^^ (11ml) £JDn;U m^it^L^o 2 21$ 

m&Rmu&tozmmmi 2 1 <ti^t£©#&T"Mu sm®^^3 1 6 m 

1 H-NMR (DMSO-dg , 5 0 0MHz) :62. 3 8 (s, 3 H) , 

6. 89 (d, J=8. 6Hz, 2H) , 7. 3 7-7. 4 7 (m, 4 H) , 

7. 65 (d, J=8. 6Hz, 2H), 10. 42 (s, 1 H) 
M£#ftt(FD-MS, m/z) :212 (M + ) 

$mm 13 3 

{4- [(6, 7-P7h^->-4-^'J^) 7x^;H (3-^ 

H7x^) y^y > (18 3) 

X -;U 7"h> (3 0 7mg) i4-^^f^7^fjy> (19 4mg) ^ 
**U> (5m 1) +'sMi3fi4«#Lfco H$Hfc4-*nn-6. 7-v> 
/• h + v'+y "J > (3 2 4mg) *Jq;U 2 3^SDlfea^L^o 

» 
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mmm i 2 2 1 mmo^-mx-am u mmmtsm* 262mg. jr^45%t 

^ H-NMR (CDC1 3> 500 MHz) .6 2. 4 4 (s, 3H), 
4. 03 (s, 3H), 4. 06 (s, 3H), 6. 66 (d, J=4. 9Hz, 
1H), 7. 27 (d, J=8. 6Hz, 2H), 7. 38 (t, J = 7. 3H 
z, 1H), 7. 41 (d, J = 7. 3Hz, 1 H) , 7. 46 (s, 1 H) , 

7. 49 (s, 1H), 7. 59 (d, J=7. 3Hz. 1H), 7. 64 (s, 
1H), 7. 93 (d, J = 8. 6Hz, 2H) , 8. 57 (d, J = 5. 5H 
z, 1H) 

mmftVrm (ED-MS, m/z) : 3 9 9 (M + ) 

mmrni 34 

4-I:Fd4 : ->7x^ 4--hn7x-;l/ y F> 
^WJ2 2TM/c4- h U-n-7?-;l^>- 1 f;l7x y -)l 

(1. 28 2 g) £TfJ|K£©4--hoK>y^;l^oiJ K (5 5 7mg) 
dd^;|/A (5ml) ic&ft? U mi£™©fcrx (F'j7x-^X7^ » 

(II) ? n >J K (8m g) £A*U 2 3^Jnm^tfc 0 SfEiii^l^ 

f^Lfco MET^W*m^fc^ (1. 0 4 7 g) h7tKD7 
5> (4ml) K&$£-tK 7K (5ml) £6N£KtJ<&& (1 5ml) £1jqA. 

*t£$j£3 9 8mg, C$5 5%T'*#fc 0 

X H-NMR (DMSO-dg . 5 0 0MHz) :<56. 9 2 (d, J = 

8. 6Hz, 2H), 7. 69 (d, J=8. 6Hz, 2H), 7. 89 (d. 
J=8. 5Hz, 2H), 8. 36 (d, J=8. 5Hz. 2 H) , 10. 62 
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(s, 1H) 

Matfrtt (FD-MS. m/z) :2 4 3 (M + ) 
HWJ13 5 

{4- [(6, 7-^yh^->-4-4yj^) t4->] 7x-;b) (4 -- 

ha7x^) /^y > (18 4) 

y h> (37 Omg) £4-5Mf-;l>7 = 7 t°'J v> (2 0 4mg) £ 
*^U>(5ml) ^Atllfit^Lfco 1«4-7dd-6, 7-v 
7 h*:/*y U > (3 4 Omg) &Jd;u 2 3^Jn*ftii«i Lfc 0 

3 0<h|IIIiO7j^r"toSU gS©ft£»2 3 8mg, iR$3 6%t 

1 H-NMR (CDC 1 3 , 5 0 0MHz) :<54. 0 3 (s, 3 H) , 

4. 07 (s, 3H), 6. 69 (d, J=4. 9Hz, 1 H) , 7. 29 (d, 

J =8. 5 Hz, 2H) , 7. 4 4 (s, 1 H) , 7. 4 7 (s, 1 H) , 

7. 93 (d, J=9. 2Hz, 2H), 7. 96 (d, J=8. 5Hz, 2 H) 
, 8. 37 (d, J=8. 5Hz, 2 H) , 8. 60 (d, J=5. 5Hz, 1 
H) 

MatJftt (FD-MS, m/z) :4 3 0 (M + ) 

IIWJ1 3 6 (#%0>J) 
4-b Ko*->7x-;b 3, 4 -y fl/>^->7x-;b »h> 
HMPJ2 2-?^rt:4- hy-n-7*\rt/f->-l-y h + -»f ;l/7x;-;l/ 
(1. 282g) txfiffo&<?>t°'<v-as(jl>7\j U K (6 6 4mg) £?oo* 
(5ml) IC*»U rUKfoOt'X (h'j7x-^X7 0) 
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(II) ^o«JK(8mg) £Aft> imtiQl&mMltz 0 ££*I£^£II«J2 3 

i mm<oi5&T'ftm t z <t ♦? * x - f - ;us £&tw» v r * •> * a 

L/^o EffiT?§&®*&*#*:3tg (1. 0 3 0g) ^fh7k Kn75> 
(2ml) tK (5ml) t6NiMM*mm (12ml) £in;lT 

10.5 ftrWftiB&iE L /Co SiSS^ft^JfiW 1 2 3 £ Etto^ft-e&a U 
&m<Dik&®$: 2 1 2m TO 2 9%T''f#fco 

1 H-NMR (DMSO-dg , 500 MHz) : 6 6. 15 (s, 2H), 
6. 88 (d, J=8. 6Hz, 2H) , 7. 04 (d, J=7. 9Hz, 1 H) 
, 7. 21 (d. J = l. 2Hz, 1H). 7. 24 (dd, J=l. 8, 7. 
9Hz, 1H), 7. 62 (d, J=9. 2Hz, 2 H) , 10. 34 (s, 1 
H) 

M#*flt (FD-MS, m/z) :24 2 (M + ) 
HJfe^il 3 7 

{4- [(6, 7-^K->-4-t;'J^)tty] 7x-M (3, 4 
-yfb>m->7x-;l/) y^y> (18 5) 

7^'>mMT. mmi 36^^4-t kd+->7x^ 3, 4-y^ 

>rh>(2 02mg) <!: 4 - *J / ?Jl7 i J h° V v> > 
(112mg) (2ml) ^AtL^S^S^ Lfc Q ll$Pi8&4-? 

nn-6, h + ->+;>J> (18 7mg) £flnx.. 2 0B»!JDf&iaftL 

fco SC^^H»J1 2 4 £|5H£©;S&T-*!igU ^S©{b£$l£l 3 5m 
8n 45^3 8%Tli^ 0 

^ H — NMR (CDC 1 3 , 5 0 0MHz) : 6 4. 0 4 (s, 3 H) , 
4. 06 (s, 3H), 6. 09 (s, 2 H) , 6. 64 (d, J=4. 9Hz, 
1H), 6. 89 (d, J = 7. 9Hz, 1 H) , 7. 26 (d. J=8. 5H 
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z, 2H), 7. 38 (d, J=l. 8Hz, 1 H) , 7. 41 (dd, J = 
1. 8, 7. 9Hz, 1H), 7. 46 (s, 1 H) , 7. 49 (s, 1 H) , 
7. 88 (d, J=8. 5Hz. 2H), 8. 57 (d, J=4. 9Hz, 1 H) 
nmftttm (ED-MS, m/z) :4 2 9 (M + ) 

mmmi3 8 (mm) 

3- h 'J 7;l/tD^f^7x^ 4-y ht->7x-;l/ »h> 
miRS©- h o y * > (1 0ml) 4\ miSD D D©T-V-^ (1. 0 8 1 g) 
<tmBSo a D®3- (h 'j7;U^D^f-;U) 'O-AOl^oy K (2. 08 6 g) i 
ffi!RS©>f -yf;H:7A (III) h U 7Md^ h (6 2 0mg) 

m u mmoit&yjz 7i9m g> jR^26 K-e»fc 0 

1 H-NMR(CDC1 3 , 500 MHz) : 6 3. 91 (s. 3H), 

6. 99 (d, J=9. 2Hz, 2H) , 7. 60-7. 64 (m, 1 H) , 

7. 80-7. 83 (m, 1 H) , 7. 82 (d, J=8. 5Hz, 2 H) , 
7. 93-7. 94 (m, 1 H) , 8. 01 (s, 1 H) 

M^tfftt (FD-MS, m/z) :28 0 (M + ) 

f9fc0U3 9 (##01) 
3- h 'J 7;l/^-o^ f-;U7x~;l/ 4-b Kd4->7x-;^ frh> 
fUfeffll 3 8-ei#rt:3- K'J7Moyf^7x-;b 4-y F*>>7x-;b 
^rh> (6 5 7mg) £N. N-^^f^A7J K (35ml) lcig#U 
+ h U >7A^y b*>> K (411ml) SrjfjDX.. T;U^>^MT7B#Rgft]|&S 
SfEL^o RJS&£&£IIJ60J3 3 £E«©:&j£-e*!H8U 3tM©{b£#j£ 4 5 4 
mg^ iR^7 3%T*^ 0 
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H-NMR (CDC 1 g , 5 0 0MHz) :65. 85 (s, 1 H) , 
6. 94 (d, J=9. 2Hz, 2H), 7. 62 (t, J = 7. 3Hz, 1 H) 
, 7. 78 (d, J=9. 2Hz, 2 H) , 7. 83 (d, J = 7. 3Hz, 1 
H) , 7. 93 (d, J=7. 3Hz, 1 H) , 8. 01 (s, 1 H) 

mmmi 40 

O-h^yl/toy^^x-;!/) {4- [(6, 7 -if* h*is- 4 -4- 
y U;tQ ;t4-->] > (18 6) 

t Ko*y7x^ y h> (4 3 2mg) <h4-^DD-6, 7-^^ hti' 
4- 7 U y (3 6 3mg) ^^x^b>^'j3-;U>>V f;l/x-f^ (10ml) 

i^a?*-^ 1 6 own»ia«Lfco Kmm&m&ftmwi*mi- h 

^ (5/1) Wmiy'J*Wo7h^7 7-f -K<fc*)*SS!!U 
Vit&m*: 2 0 4mg, 2 8 %T?'&tz 0 

1 H-NMR (CDC1 3 , 500 MHz) : <5 4. 03 (s. 3H), 
4. 07 (s, 3H), 6, 69 (d, J=4. 9Hz, 1 H) , 7. 30 (d, 
J=9. 2Hz, 2H). 7. 47 (s, 2 H) , 7. 66 (t. J=7. 9H 
z. 1H), 7. 87 (d. J=7. 9Hz, 1 H) , 7. 92 (d, J=9. 
2Hz, 2H), 8. 00 (d, J=7. 9Hz, 1 H) , 8. 08 (s, 1 H) 
, 8. 60 (d, J=4. 9Hz, 1 H) 
It^I (FD-MS, m/z) :4 5 3 (M + ) 
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TfJiSp^-hoy (5ml) 4^ mH£n n D©7-7-^ (0. 5ml) ir{T 
iSao , >^oA s ^-9->^;u^;U^D U K (0. 6 3ml) £ rfJBSS©-* «y f-Jl 
WMIU) h'j7Mo^>xM4-h (2 8 8mg) 6 0°Clc 

^D7h^57>f -Kcfc^ffiigU HS©fl:£^£5 1 7mg. JR^5 1 

1 H-NMR (CDClg, 500MHz) : 6 1. 2 1~1. 88 (m, 
10H), 3. 19-3. 25 (m, 1H) , 3. 87 (s, 3H), 6. 93 
(d, J=9. 2Hz, 2H), 7. 94 (d, J=9. 2Hz, 2H) 
fiMKFAB-MS, m/z) :219 (M + +l) 

Hm0>J14 2 (#%#]) 
4 - -> ? □ ^4- > ;l/ -l-bKa^> // <>-tf> 

H»J1 4 l-CifU-i'^n^i/;^^-^- 1 - ^ v"<>-tr > 
(5 1 7m g) £N, N-i>7f;^A7; K (20ml) Ki§ft?U ^"hU 

■>Af-*y h + v/F (5 3 8mg) T^^>^Tl^tJD^jS^L^ 0 

4 8 7mg, ©9 3%T'f#fc 0 
1 H-NMR (CDC 1« . 500 MHz) : <5 1. 23-1. 88 (m, 
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1 OH) , 3. 1 9-3. 2 5 (m, 1 H) , 6. 06 (brs, 1 H) , 
6. 89 (d, J=8. 6Hz, 2H), 7. 90 (d. J=8. 6Hz, 1 H) 
Kfi##Hi (FD-MS, m/z) :204 (M + ) 

fl»J14 3 

zs^i/)ltt)V^)V-l- [ (6, h^j/-4-^yj;b) 
*±i£ <yM> (18 7) 

TJi3>mtT, mmmi a 2 t-ifc 4 - i/;w;i,t:-^- 1 - 1 

Kn (273mg) i4-?oo-6, 7 - >V h*S/*7 »J > 

(lOOmg) &Vx.?-U>y>) ^-JliJU-jm-T-Jl' (0. 2ml) icjga? 

1 6 ow3 o#h«#l*:o mm^zmm*&*+ v u ^atk^ 

1 H-NMR (CDCl r 500MHz) : <5 1. 21-1. 93 (m, 
10H), 3. 2 4-3. 2 9 (m, 1 H) , 4. 03 (s, 3H), 4. 06 
(s, 3H), 6. 60 (d, J=5. 5Hz, 1 H) . 7. 24 (d, J = 
8. 5Hz, 2H), 7. 45 (s, 1 H) . 7. 47 (s, 1H), 8. 05 
(d. J=8. 5Hz, 2H), 8. 55 (d, J=5. 5Hz, 1 H) 
©S##f4I (FD-MS, m/z) :3 9 2 (M + +l) 

n»ji4 4 

rfJBSa©— h d ^ ^ > (10ml) 4\ Tfrlg,S©7- y-;l/ (1. 0 8 1 g) 



WO 97/1 7329 



134 



PCT/JP96/03229 



£rfJfi&i£©2- (h'J7Mnyf;l/) OVW;1^d'J K (2. 0 8 6 g) t 
mBSS©^ ^x^t'^Adll) K'J7^tD/^>x;^^-h (62 0mg) 
ZUQZ., 6 0 1 K T 6 m?$mW L tz 0 R£S££3£tK Wdd* ;U AT^it> 

S!iU mm<Dlt&®}£l. 4 0 2 g. IR$5 0%T-^c o 

1 H-NMR (CDClg, 500 MHz) : d> 3. 88 (s, 3H), 
6. 93 (d, J=9. 2Hz, 2 H) , 7. 37-7. 3 9 (m, 1H) , 7. 

6 0-7. 6 3 (m, 2H), 7. 75 (d, J = 9. 2Hz, 2 H) , 7. 7 
3-7. 7 8 (m, 1H) 

Sf*##rfi& (FD-MS, m/z) : 2 8 0 (M + ) 

H»J14 5 (##PJ) 
2 - K 'J 7^pyf^7x-;l/ 4-bFo»->7x-Jl/ »h> 
H»J1 4 4-e*§fc2- MJ7^D^^7i-;l/ 4-^ !> + ->7x^ 
^h>(l. 4 0 2 g)£N, N — f-;U^;UAT ^ K (15ml) 
•)- h 'J 7Af^-y b*>> K (8 7 7m g) ^Jn^ TJlzfy^MTAmmmfm 

1. 0 5 0 g^ JR*7 9%-?'&tz 0 
1 H-NMR (CDC1 3> 500MHz) :<55. 88 (s, 1H), 

6. 87 (d, J=8. 5Hz, 2 H) , 7. 3 7-7. 3 8 (m, 1 H) , 

7. 58-7. 6 3 (m, 2H) . 7. 71 (d, J=9. 2Hz, 2 H) , 7. 

7 6-7. 7 8 (m, 1 H) 

n&ftftm (FD-MS, m/z) : 2 6 6 (M + ) 
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mmmi 4 6 

(2- h 'J7Mo> {4- [ (6, 7-^^^y-4-t 

y U;iQ **i/3 7x-;b) y ?y > (3 5) 

7^^>^T> IIMU 4 5T^fc2- M7;M-ny*;U7 x -/l> 4- 
tKD+->7x^ yh> (9 5 9mg) bA- : J**)VTl J t°'J y> (4 
8 4mg) (7ml) 4"X\nM4J»# L fco l^P^4-^aa 

-6, 7-^ h*->*;'J> (8 0 5mg)*M, 1 BfcJn&iI3fc L fco RJ& 
8£tt££Jfem 3 0iH»©3ErttT?«BlU mm®4k&%}£8 9 9mg, JR$ 

5 5 %T-?#^o 

1 H-NMR (CDClg, 500 MHz) : <5 4. 01 (s, 3H), 
4. 06 (s, 3H), 6, 67 (d, J=5. 5Hz, 1H), 7. 22 (d, 
J = 9. 2Hz, 2H), 7. 42 (s, 1 H) , 7. 42-7. 44 (m, 1 
H), 7. 45 (s, 1H) , 7. 62-7. 68 (m, 2 H) , 7. 8 0- 
7. 81 (m, 1H), 7. 87 (d, J=8. 6Hz, 2 H) , 8. 58 (d, 
J =5. 5Hz, 1 H) 
Wmtiftm (FD-MS. m/z) : 4 5 3 (M + ) 

H&0H4 7 (##W 
4 -n-7^;U7x-;U 4-^^->7x-i » h > 
rfrlSS©- h o y * y (1 Om 1) tK rfj|Rfi©7-7-;i/ (1. 0 8 1 g) 
t WJR&fD 4 - (n-7^;U) K//^WoiJ K (1. 9 6 7 g) irfilSS© 
-f yT-^br^Adll) F'j7^tny^>xW-h (62 0mg) £Jn;U 

6 ovizxmmmftitzo K&m&to&mmmi 2 0 tnno^mvmmu 

&M<D<t&®Z 863m g> JR^32 %T*'&iz 0 

1 H-NMR (CDC 1, , 5 0 0MHz) : 5 0. 95 (t. J = 7. 3H 



V 
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z, 3H) , 1. 38 (tq, J =7. 3, .7. 3 Hz. 2H) . 1. 6 4 (q 
uint, J = 7. 3 Hz, 2 H) , 2. 69 (t, J = 7. 3Hz, 2 H) , 
3. 8 9 (s, 3H) , 6. 9 6 (d, J =9. 2 Hz, 2 H) , 7. 2 7 (d, 
J = 8. 6Hz, 2H), 7. 69 (d, J=8. 6Hz, 2 H) , 7. 82 

(d, J =9. 2 Hz, 2H) 

«*3MF?ffi (FD-MS, m/z) :2 6 8 (M + ) 

HSfefljl 4 7-e^4-n-yf-;l/7x-;b 4-n + ^7i^ >rh> 
(8 6 3mg) £N, N-^yfMW; K (5 0ml) Jc:*gfl?U + h U 
^Af-^y h+i/K (5 6 3mg) £flD;U 7^=»*>Sl«ET7NfEHlI«iiSil£Lfco 
SiBfi^«B*mfi« 3 3 £ra»©2FttT»H U mm®ik&®% 7 8 7 m g. JR 
3*9 

1 H-NMR (CDClg, 500 MHz) : <5 0. 95 (t, J = 7. 3H 
z, 3H), 1. 38 (tq, J=7. 3, 7. 3Hz, 2H), 1. 64 

(septet, J=7. 3Hz, 2 H) , 2. 69. (t, J=7. 9Hz. 
2H) , 6. 35 (s, 1H), 6. 92 (d, J=8. 5, 2H), 7. 28 

(d, J=7. 9Hz, 2H) , 7. 69 (d. J=8. 6Hz, 2H), 
7. 77 (d, J=8. 5Hz, 2 H) 

cfd-ms. m/z) =254 (m + ) 
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H»J14 9 

(4-n-y^;t/7 J L-;U) {4- [(6, T^jL±±2zAz±Z1M 
19 jy (4 0) 

•>7x^;l/ ^h> (72 7mg) i4-^pn-6, 1- : J* h*->*7 l> y 
(6 3 9mg) £j^f-l/>/U=i-^5Mf\frx-T-<fc (10ml) Itfemtf 
■fcK 1 8 O^l 0«rHHBlJIWB«ELfeo SiSS&«&£i&*D£*»:J- h U 

«ffT»«s4»#e.nfcgi«^ ^*vy/imx-i-)ix'jm®'&, ?n D * 

Omg, iR§£3 2%Ti#fco 

1 H-NMR (CDClg. 500 MHz) : 6 0. 95 (t, J =7. 
3Hz, 3H) , 1. 38 (tq, J=7. 3, 7. 3Hz, 2 H) , 1. 62 
~1. 6 8 (m, 2H). 2. 71 (t, J =7. 3 Hz, 2H), 4. 04 

(s, 3H) , 4. 07 (s, 3H), 6. 65 (d, J=4. 9Hz, 1 H) , 
7. 26 (d, J=8. 5Hz, 2 H) , 7. 31 (d, J = 7. 9Hz, 2H) 
, 7. 46 (s, 1H), 7. 49 (s, 1 H) , 7. 76 (d, J=7. 9H 
z, 2H). 7. 92 (d, J=8. 5Hz, 2H), 8. 58 (d, J = 
5. 5Hz, 1H) 

JMfcMrll (FD-MS, m/z) :44 0 (M + -l) 
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rfjBSa©- h o y * y (5ml) 4\ ffifl£iS©7-7-^ (5 4 lmg) irfi 
m^ a <D3-yMa<yy^jl^a^ K (7 9 3mg) irfJJRS©** > A 
(III) h U 7^to^ ?>x;U**- h (49mg) 60 , ClcT3aP H 1 
jf# L tz 0 t n a *JlA-?ftm'&. ? n o *;U A/I£5fti^ r 

®&filh£:>U#y;l^n^ h/77^ -(wckDItSIIL. ^©I'b&tl^ 8 5m 
g. iR$5 l%Ti#*:o 
M##tM (FAB-MS, m/z) :231 (M + +l) 

nwji5i mmm) 

4-bKo^->7x-;V 3-7^D7x_;b yh> 
»15 0T-||/:3-7;l/to7x^^ 4-yh*v'7x-;U y h> 
(5 8 Omg) ^^dd^> (5ml) K&JgU tK^TI. 0M*'u> h 
'i^oi K-^n D ^>M (2 3ml) £3jd;U ^S^SM^LfCo £ 
£S£$teH«Jl 2 1 £l^fl©;fr£T"MgU %M(Dit&®ZA 0 2mg. JR 

1 H-NMR (DMSO-dg , 5 0 0MHz) : <5 6. 91 (d, J = 
8. 5Hz, 2H). 7. 44~7. 49 (m, 3H), 7. 57-7. 61 
(m, 1H). 7. 68 (d, J=8. 5Hz, 2H), 10. 51 (b r s, 
1H) 

mmftmm (FAB-MS, m/z) :217 (M + +l) 
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{4- [(6, 7- vV h*^-4-*7 VJl) 7 (3-7 

;i/tQ7x-;b) t9Jy (17 6) 

ThiyfmT, mmmi 5 iTi§^4-t h'o+^i^ 3-?;m-o 

7*->l >rhy (3 7 3mg) t 4 - *J* ?)17 i J t°'J v> (2 3 2mg) 
**->l/> (5ml) tfj^AtllM^lfco 3«4-^dd-6, 7- 
v>V h*->*y 'J > (3 8 6m g) fcJpiU 2 1 ItHJlDSMEft L fc 0 MJCzI&$J 

**>mWt* Ii:^DDtwl/A/S8xf;l, (5/1) T-gRM-.SSJlS/y *y 

1 H-NMR (CDClg, 500MHz) : 6 4. 04 (s, 3H) , 

4. 07 (s, 3H), 6. 67 (d, J=4. 9Hz, 1 H) , 7. 28 (d, 

J=7. 9Hz, 2H), 7. 31-7. 33 (m, 1H), 7. 46 (s, 
1H), 7. 47 (s, 1H), 7. 4 8-7. 5 3 (m, 2H), 7. 5 9- 

7. 61 (m, 1H), 7. 93 (d, J=8. 6Hz, 2H), 8. 59 (d, 
J=5. 5Hz, 1H) 
W&ftVrfe (FD-MS, m/z) :4 0 3 (M + ) 

mmmi 5 3 

N- {4- [ (6, 7->M 4 -*^-7'J-^) **vQ 7^_;U> 

-N' - (2-y h^->"7^-;U) (1 1 3) 

6, 7 -'J/ h + ^-4- (4-7i;7x;^^) ^t'/'J > (1 0 Omg) 
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£h;Ui> (10ml) KtiQ*mmitz'&^ 2-/ h + y7x^Kv>7t- 
h (0. 3 6ml) £Jo;U 4 0Amtimmitz o SI^^d 
o*;UA/y (l o 0/1) > ^ut?oD-t;l/V7t h> (5/1) 

T-g&g-r £ u # y Jit 7 a ? d -7 b y 7 7 4 - ic x <o mm i ^ s«<z>-fk^ft^ 

1 1 2mg, JR^7 5%T~'&t: 0 

1 H-NMR (DMSO-dg , 5 0 0MHz) .6 3. 9 0 (s, 3 H) , 
3. 98 (s, 3H), 3. 99 (s, 3H), 6. 90 (t, J=7. 9Hz, 
1H), 6. 96 (t, J = 7. 9Hz, 1 H) , 7. 03 (t, J=7. 9H 
z, 1H) , 7. 2 3 (d, J =9. 2 Hz, 2H), 7. 3 9 (s, 1 H) , 
7. 5 5 (d, J =9. 2 Hz, 2 H) , 7. 5 7 (s, 1 H) , 8. 1 5 (d, 
J = 7. 9 Hz, 1H) , 8. 2 5 (s, 1 H) , 8. 5 5 (s, 1 H) . 
9. 44 (s, 1H) 

MbMFHI (FD-MS, m/z) :4 4 6 (M + ) 

mmmi 54 

N- {4- [ (6, 7-S?/ h*:>-4-*^-/'J-;U) *±j£ 7x-;H 
-N' - (3-/- h4->7x-;^) 7\sT (1 1 4) 

6, 7->M h*i/-4- (4-7^7x; + -» > (1 0 Omg) 

(l 0m 1) KtiaMMmitzte, 3-n + y7x-WV>7t- 
h (0. 3 6ml) fcjpiu 4 0^Jta^l^L/c o g&£?D 
□ *;kk/y (1 0 0/1) , &^T:7na*;UA/7-fe h> (5/1) 

3 lmg, JR^2 l%T'^fco 

1 H-NMR (DMSO-dg , 5 0 0MHz) : 5 3. 7 4 (s, 3 H) , 
3. 98 (s, 3H). 3. 99 (s, 3H), 6. 56 (d, J=7. 9Hz, 
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1H), 6. 96 (d, J = 7. 9Hz, 1 H) , 7. 15-7. 25 (m. 
4H) . 7. 3 8 (s, 1H) , 7. 5 3~7. 6 0 (m, 3H) , 8. 5 5 
(s, 1H), 8. 76 (s, 1H), 8. 81 (s, 1 H) 
m&Vm (FD-MS, m/z) :44 6 (M + ) 

mmm 1 5 5 

N- {4- [ (6, 7- : J* Y*is-4-*i-W-)V) 7x_;U} 
-N' - (4-^ h^->7x-;b) frUT (99) 

6, h ^ > — 4 — (4-7;;7x; + -» > (8 lmg) 

£h;bi> (5ml) Kfln&T&l? L*&. 4 h + ->7x^;WV->7t-h 
(0. 2 9ml) £Jo;U 40»WLt o *rt±5 UKaiRU 

H — NMR (CDC lg , 5 0 0MHz) : d> 3. 7 9 (s, 3 H) , 
4. 06 (s, 3H), 4. 07 (s, 3H). 6. 48 (s, 1 H) , 
6. 64 (s, 1H), 6. 91 (d, J = 9. 2Hz, 2 H) , 7. 20 (d, 
J=8. 6Hz, 2H), 7. 27 (d, J=8. 6Hz, 2 H) , 7. 32 
(s, 1H). 7. 47 (d, J=9. 2Hz, 2 H) , 7. 5 5 (s, 1 H) . 
8. 6 0 (s, 1H) 
KftfttfHI (FAB -MS, m/z) :4 47 (M + +l) 

H»J 15 6 

N- {4- [ (6, 7— h^i/-4-^^-/'J-^) 
-N' - (2-7^n7x>;l/) 7 1/7 (116) 

6, 7-5?;* h**>-4- (4-7;;7x^-» **'/>J > (1 0 Omg) 
£h;bx> (10ml) l:Mg(S?L^ 2-7Md7x-MV<>7t- 
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h (0. 3 0ml) %mz-< 40&ma1M&ffiLtz o VrthltzMfctmmL h 

1 H-NMR (DMSO-dg , 5 0 0MHz) : 5 3. 9 8 (s, 3 H) . 
3. 99 (s, 3H), 7. 00-7. 04 (m, 1H) , 7. 13-7. 17 

(m, 1H) . 7. 2 3-7. 2 7 (m, 3 H) , 7. 3 9 (s, 1 H) , 
7. 54-7. 5 7 (m, 3 H) , 8. 10-8. 20 (m. 1 H) , 8. 55 

(s, 1H), 8. 65 (s, 1H), 9. 26 (s, 1 H) 

®*#tfffii (FD-MS, m/z) :4 34 (M + ) 

mmmi 57 

N- {4- [ (6, 1- ! J* Hr->-4— frJ-'/U-;!/) 
-N / -n-^-71/7 (2 2 0) 

6, 7-v>y h^^-4- (4-7i;7x;+v/) U > (1 0 Omg) 

^h;Ui>" (10ml) Kti}m®mLtz'&^ n-^Jl^Vi/Ti— h 
(0. 29ml) £fci;U 4 O^KSDIftitMLfco ^?dd 
*JIA/T* V y (5/1) T-Jg^ai/'J^y^^^A^ov h^77^ -IC 
<fc*)*§S!iU mmoit&VlZ 7 5mg. JR^5 6%Ti§*io 

1 H-NMR (DMSO-dg , 5 00MHz) : 50. 90 (t, J = 

7. 3Hz, 3H), 1. 2 8-1. 4 6 (m, 4 H) . 3. 09 (q, J = 
6. 7Hz, 2H), 3. 97 (s, 3H), 3. 99 (s, 3 H) , 6. 23 
(brs, 1H). 7. 14 (d, J=9. 2Hz, 2H), 7. 37 (s, 1 

H) , 7. 47 (d, J=9. 2Hz, 2H). 7. 55 (s, 1 H) , 

8. 53 (s. 1H), 8. 58 (b r s, 1 H) 
%&&mm (FD-MS, m/z) : 3 96 (M + ) 
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H»J15 8 

N- {4- [ (6, h*->-4 -*J UAO - 

(4 - t e r t -yf-;l/7x ■=.;!/) *A<#±±i K (2 1 3) 

6, l-.'Jjt h**>-4- (4-7U7x; + -» +yj> (54mg) t 
rfrH5,£© 4 - t e r t - 71-Jl&WgM ( 1 0 2 m g) £N, N-y/ 
A7; K (3ml) fcWKLfcKU l-x^-3- (3' -V**)\,TUf 
u\£)l) *WM l Kggfejg (1 0 6mg) £Jd;L. ^gKT6B#r0 , 1flS#Ltf: 

3 5%Tli^o 

1 H-NMR (CDC1 3 , 90MHz) .6 1. 36 (s, 9H). 
4. 05 (s, 3H), 4. 08 (s, 3H), 6. 48 (d, J=5. 3Hz. 
1H), 7. 1-8. 1 (m, 11H), 8. 49 (d, J=5. 3Hz, 1 H) 

mmftmm (fd-ms, m/ Z ) :4 56 cm + ) 

HWJ15 9 

N— {4 — [ (6, 7-?* h4r->-4-t;'J^) **vQ -N 
ZjLUkz. (4- t &;MMr»$ K (15 6) 
W$m\ 5 8T-i^fcN- {4- [(6, 7-^n + y-4-+;'JW 
7x^;H - (4-t-yf^7x-;l/) fjJltf+VS K (1 OOmg) 
£N, N->7m>;l/A7; K (3ml) KfcJBLfcaL **^hU«>A 
(lOmg) £flD;t, OriCTl^a^Lfe^ B^lt/m (3 1mg) £ 

Jn**&fc3#|HHl#L*:o Hi6«5 1i^a©*ftlci:oT»|l!U 3ES©<t 
^48mg, W4 6!H)fifc 0 

* H — NMR (CDClg, 90MHz) : 6 1. 28 (s, 9 H) , 
3. 54 (s, 3H). 4. 04 (s, 3H), 4. 05 (s, 3H), 
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6. 32 (d. J=5. 3Hz, 1H), 7. 0~7. 3 (m, 8 H) . 

7. 42 (s, 1H), 7. 50 (s, 1 H) . 8. 47 (d, J=5. 3Hz. 
1H) 

li^ffl (FD-MS, m/z) :4 7 0 (M + ) 
HWJ16 0 

N- (4- t -yf-^?^-;!/) - {4- [ (6, 7,-v/ h*:>-4-*y 
UAQ ^Mf^Q K (15 5) 

4- (6, 7-v^ h4-i/-4- + y U/P) * (5 4mg) tW 

BKi£©4- t e r t -7^;UT-'J > (1 0 2mg) £N, N-^y?-;U*;UA 
7; K (3ml) fcflgf#L*:8L 1 3 - (3' -9/*frTi J7v 

h'Jiy tjA,#*M i mwm (l 0 6mg) *Jd;U £S£T6B#RIHi#LfcSU 
Hte^J5 1iPI^©«mw«koTJfil8S!U »^^2 9mg N iR$3 5% 

1 H-NMR (CDClg. 90MHz) : 51. 34 (s, 9 H) . 
4. 03 (s, 3H), 4. 06 (s, 3H), 6. 57 (d, J=5. 3Hz, 
1H) , 7. 2~8. 1 (m, 11H), 8. 55 (d, J=5. 3Hz, 1 H) 

H*#«ffi (FD-MS, m/z) :456 (M + ) 

2- (6, h* ; >-4-*y UjlO -2- (4-yo^7^-;U) 7 

^OA-ya^y *-JlT* Y-h (4. 3g) 5- h;U^> (1 0ml) 
fcftJBU O'CKiaK^Tiftetfts Tk^b^-h'J^A (l. 0g) £flD*.5 0*t: 
*T?flK4±tf lNrHHti^Lfco 1- ! J* h*->- 4 - ? a o + ; »j > 
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(2. 2g) £ft];L15B$RHI#8L TK^a^ttx^-PttiBLfco fctTKAKK 
*HJ*AT?iafcSu *li*B*U m£*^*V >/ft«xf- * (2/1) T- 

8 5 0mg, JR^2 2%T-'#^ 0 
^ H — NMR (CDClg, 90MHz) : <5 3. 66 (s, 3H), 

3. 8 0 (s, 3H) , 5. 4 0 (s, 1 H) , 6. 7 4 (s, 1 H) , 6. 9 
~7. 4 (m, 6H), 8. 54 (d, J=4. 6Hz, 1 H) 

MM&IFtM. (FD-MS, m/z) :382 (M + ) , 38 4 (M + + 2) 

HJ6^J16 2 (#%fl|) 

$mmi 6 iT~mt>titz2- (6, ^^->-4-+;'j^) -2- 

b-b VJl (8 5 Omg) £ 6 0 %m&im%L (5 
ml) ic^Lll^TO^M^ *£7>^-7*©A^gS§Kai>*:o £ 

*u a^^no*;i/A/y (loo/i) -esBa-rs^y^w* 

1 H-NMR (CDC 1 3 , 9 0MHz) : 8 3. 9 0 (s, 3 H) , 

4. 02 (s, 3H) , 4. 31 (s. 2H) , 6. 9-7. 5 (m, 7H) , 
8. 6 3 (d, J =4. 4Hz, 1 H) 

Ii^I(FD-MS, m/z) :35 7 (M + ) , 35 9 (M + + 2) 



L 
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HJ60J16 3 

6> 7-^ht'>-4- (4 - h jj -n-^f;l/X^^7x-^y 
*y 'J > 

T;m*>5?fflmT. H»J1 6 2T'^t»tl^6. 7-vVh + ->-4- (4 - 
7o^7x^;Mf^) *y <J > (2 5 Omg) ^fh5t Kd77> (4ml) 

(0. 3ml) ZmTLimm&ftltZo xh5t Ko75> (1ml) 

^^+-9->/S^^if-;U (3/1) T"S§S1--5->U/7>!f^^7A^n-7 Ytf? 
7>f -{Ccfc^m^L. Ii©fh^8 5mg, JR^2 2%-e^fc 0 

1 H-NMR (CDCl 3 , 90MHz) : 6 0. 7-1. 6 (m, 2 7 H) , 
3. 88 (s, 3H), 4. 02 (s, 3 H) , 4. 34 (s. 2H), 7. 0 
~7. 5 (m, 7H), 8. 63 (d, J=4. 6Hz. 1H) 

mmm 1 6 a 

{4- [(6, 7-v^ h^^-4-^yjjU) i*)V\ 7x-;H (4-t 
-y^;U7^_;U) y?y> (16 2) 

HSfeWl 6 2Tlbnfc6, 7-^^-4- (4-hU-n-yf-;Ux 
^-^■7x^;MfJb) +y U > (8 2mg) % mK©4- t --Ji-JlsOyj 
^o'JKOlmg) tSkVUmSL® t'X ( h 'J 7 xiMX7^ » /<7 

•7 a an 7dij h^^no-tu (3mi) \zmmu mm&mT, i s^ra 

^+t>/HFSxf;b (2/1) T'MffltZmm? D7 1^77 ^ -lC«kt)f| 
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n u mmmt&mz 6 m gN i o %x*mz 0 

1 H-NMR (CDC 1 3 , 90MHz) :61. 36 (s, 9 H) , 
3. 91 (s, 3H), 4. 03 (s, 3H), 4. 45 (s, 2 H) , 7. 0 
-7. 9 (m, 1 1H) , 8. 66 (d. J =4. 4Hz, 1 H) 

SS^Wfit (FAB-MS, m/z) :4 4 0 (M + +l) 

mmm 1 6 5 

N- (4-7^n7x^) -N' - {4- [ (6, 1- : J* h*->-4- 
±JJJd y^-M ±**UT (2 0 3) 

6, 1-V* h**>-4- (4-7;;7x;*-»*y»J> (1 0 Omg) 
£h;b:n> (10ml) tcJffllftjSJWL^ 4-7Mn7x-W-f 7*7 
*- h (52mg) *iD;U 2 4NMhiffiKLfc. *«E*9*U £it£*o 
□ *;UA/;< (1 0 0/1) T'g§g«v'y#yVl/*77A?ov 

"•■H-NMR (DMSO-dg , 5 0 0MHz) : 5 3. 9 3 (s, 3 H) , 
3. 95 (s, 3H), 6. 50 (d. J=4. 9Hz, 1 H) . 7. 15- 
7. 2 5 (m, 4H), 7. 4 0 (S, 1 H) , 7. 4 7-7. 5 0 (m, 3 H) 
, 7. 59 (d, J=8. 6Hz, 2H), 8. 50 (d, J=5. 5Hz, 
1H). 9. 80 (brs, 1 H) , 9. 84 (brs, 1 H) 

tt&tm (FAB-MS, m/z) :4 5 0 (M + +l) 

HJ6^J16 6 

1- (4-7^P7xz;l/) - 2 - v7y - 3 - {4- [ (6. h 
*y/-4-*yUA0 ***A 7x-;b} 7T-?> (2 0 4) 
fmmi 6 5T-i^fcN- (4-7Md7x-« -N' - {4 - [(6, 

t, 

k. 
f 
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7-^yh + y-4-+>"J;l') 7x-;H f-^-^UT (3 3mgK 

9 Ji/9w\**/JMjA,tf*H i K (3 lmg) „ 5>-f V^d t°;Ux^;b 

7; >£ffltt*U> (10ml) lc*gft¥L£ 0 C CtcTHF (1ml) ic&fl? 
LfcvTt; K (1 6mg) £JD*.MST— L fc 0 *fltee*U 
?on*;UA/y (10 0/1) T-Jg&fhJ- £ > 'J *>f)Uj5 A? h 

^^--IwiemSSJU 3cS©{fc£#l£3 4m g> iR*9 9%T'^fc 0 
1 H-NMR (CDClg, 90 MHz) : 6 4. 03 (s, 3 H) , 
4. 05 (s, 3H), 6. 50 (d, J=5. 1Hz, 1 H) , 6. 8~ 

7. 6 (m, 10H), 8. 52 (d. J=5. 3Hz, 1 H) 
©g:ft#r4fi (FD-MS, m/z) :4 5 7 (M + ) 

HJfe^Il 6 7 

N- (2-7;M-o7x-;lQ -N' - {4- [ (6, l-V/ Y*i/-4- 
*J*))V) *±iS] 7x-;b} **&\/T (2 0 5) 

6, 7-^ ^i/-4- (4-7;;7x; + y) +;>J> (1 0 Omg) 
£h;Ux> (10ml) KtxmamitiVU 2-7Md7x-W^V->7 
*-h (0. 0 5ml) £Jd*. % 2 4Nr(aSDl»a»£Lfco *»«*U SI^ 
?an*;UA/y (1 0 0/1) T-mffltZ *>'J *^*7A^D7> 

1 H-NMR (CDClg, 90 MHz) :<54. 03 (s, 3H), 
4. 05 (s. 3H), 6. 53 (d, J = 5. 3Hz, 1H), 7. 1~ 

8. 0 (m. 10H), 8. 53 (d, J = 5. 1Hz. 1 H) 
Ki^l (FAB-MS, m/z) :4 50 (M + +l) 
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H»J16 8 

1- (2-7;^D7^^;l/) -2->7V-3 - {4- [ (6, 7->M h 

*->-4-*yu;io j^sj Z±=M ZZE^Lk: (2 0 6) 

IIMU 6 7Ti#t» ft*: N- (2-7Wn7i-^) -N' - {4- [ (6, 
7-i>V h*i/-4-*7 'J;U) y*-M **OU7 (42mg), 

I K (37mg) . teiiOvV v7o t°;Uif-;U 
yZmtt + l/y (10ml) Ic^jKLfco CCtcTHF (1ml) fcjgjj? 
Lfc->7t;K(2 0mg) £JO;L£flT— «a# L fc 0 *§&£S£;U 
?an*;l/A/y (1 0 0/1) TW^y^m^A^nTh 

^5:7>f-f;:.fct}fifS!!U il0M^4 1mg, iR^9 9%T^ 0 

1 H-NMR (CDClg, 90MHz) :<54. 04 (s. 3H), 
4. 06 (s, 3H), 6. 53 (d, J=5. 3Hz, 1 H) , 7. 1~ 
7. 6 (m. 10H), 8. 4 7 (d, J=5. 3Hz, 1 H) 

I1MKFD-MS, m/z) :45 7 (M + ) 

mm 16 9 

N- (2-^ h^>7^-;U) — N' - {4- [ (6, 7-vM h**>-4- 
^yj;U) 7i-;b} T*Ql<7 (2 0 7) 

6. 7-v^y h + v-4- (4-7i;7xy + -» +yj > (1 0 Omg) 
£h;lxji> (10ml) \ztia&mMltz'&^ 2-y h + ->7x^W-fy>7 
*-h (0. 0 5ml) ^SD^ 2 4B#RM»^ML*:o &&£®£U 8S& 
?DotW^/-^ (10 0/1) TSB^S^rt^U^A^n^ h 

1 H-NMR (CDC 1 3 , 90MHz) : 6 3. 86 (8, 3 H) , 
4. 04 (s, 3H), 4. 05 (s, 3H) , 6. 52 (d. J=5. 3Hz, 
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1H), 6. 9-8. 1 (m, 10H). 8. 52 (d. J=5. 1Hz, 1 H) 
nmftmm (FAB-MS, m/z) :4 62 (M + +l) 

mmmno 

N- -N' - {4- [ (6, h*»>-4-* 

yj;t/) 7x-jH f-^-^UT (2 0 9) 

6, 7-S» h*5/-4- (4-7U7x; + -» 4-v"J V (8 Omg) £ 
h*x> (10ml) fciniliSJKLfctSU 

h (0. 0 4ml) £2)0*.. 2 4B»MI!fflffiLfco &i££S£U ®MZ?v 
u*)\,U/*5 J-)\, (100/1) T'®g§-rS'>»J^y^*7A^DV 

1 H-NMR (CDC lg , 90 MHz) :<52. 38 (s, 3H), 
4. 03 (s, 3H), 4. 04 (s, 3 H) , 6. 50 (d, J=5. 3Hz, 
1H), 7. 1-7. 8 (m, 10H), 8. 50 (d, J=5. 3Hz, 1 H) 

K«£*HI (FD-MS, m/z) :44 5 (M + ) 

mmm 1 i 1 

N— (3-yf;^x^) — N' - {4- [ (6, 7 -if* Y±jyjz±z± 
J iW 7x-i} j-XVUT (2 11) 

6. h + ->-4- (4-7;;7x;+y) +;>J> (81mg) ^ 

I hJi^> (iomi) \ztaimmiiz&. 

■ h (o. 0 4mi) sin*.. i5^sn«bS^L^ 0 u mmzta 

D^/^^y-Jl' (10 0/1) «t5'>'M^7A^D7h/7 

1 H-NMR (CDC lg , 90MHz) : 6 2. 40 (s, 3 H) , 

J: 
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4. 03 (s, 3H), 4. 05 (s, 3 H) , 6. 52 (d, J=5. 1Hz, 
1H), 7. 1-7. 8 (m, 10H), 8. 51 (d, J = 5. 3Hz, 1 H) 
(FD-MS, m/z) :44 5 (M + ) 

1- (2-yf^7x-;[/) -2-->77 - 3 - {4- [ (6, 7-i?/ 
■>-4-^/'J;l/) j^vj 7T- : Jy (2 10) 

7 0t?ft&*lfcN- (2-yfA7x-A) -N' - {4- [ (6, 
7-^h + i/-4-+;'J^) 7x-^} f-*«7l/T (2 4mgK 

^■>^a^i/;l/*^^; K (4 5mg) „ ttSIMI©^ V7°o t°;t/jc?-;l/ 
Tly^mtt + Xsy (7ml) izmmttzo :ci:THF (1ml) tc&flPL 
tz->7±i K (2 8mg) £jD*SfiTf-lft«# L fco *ttt*e*U Kit** 
OD*Wy^;-;|, (10 0/1) T-JgB§-T£v''JrtWrt-7A?crv h 
77^-(c«fct)?fSJU ^mmteffilZl 8m g> JR#7 6K-?»fc 0 

^■H-NMR (CDC 1 3 . 5 0 0MHz) :<52. 36 (s, 3 H) , 
4. 03 (s, 3H), 4. 04 (s, 3H) , 6. 46 (d, J=5. 5Hz, 
1H), 7. 30-7. 45 (m, 9H), 7. 50 (s, 1H) , 8. 49 
(d, J = 4. 9Hz, 1H) 

©S#JJfl£ (FD-MS, m/z) :453 (M + ) 

17 3 

1- (3-yf-;U7x-;lO -2-->77-3- {4- [ (6, 7-v?yf* 
->-4-^;'j;i/) 7x-;M trr—Vs (2 12) 

HWJ1 7 lTf^tN- (3-/^;U7x-;U) — N' - {4- [ (6, 
7 -'J/ Y* : s-4-*J VJU) 7x-;H **<?U7 (1 8mg) „ 
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Vi/fa'sf-i/Jlsjjjlstf'Jj ' K (3 5mg) . mmmv-JJ v7at°Jlx.?-)l 
TlyikMct^Vy (6m 1) KJSJBLfco CCKTHF (1ml) KfemX. 
tz^7±i K (2 3mg) £ Uax.mMV-MLW I tz 0 ig**£S£U 
aa^jlA// ? J-)l (1 0 0/1) T8Ht5i"i*W7A?D7h^ 
57^ -ICckOH^L. £»©fb£4&£l 9mg^ iR^9 5%T^ 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : <5 2. 38 (s, 3H) , 
4. 03 (s, 3H), 4. 04 (s, 3H), 6. 48 (d, J=5. 5Hz, 
1H) , 7. 10-7. 4 5 (m, 9H) , 7. 5 1 (s, 1 H) , 8. 4 8 

(d, J = 5. 5Hz, 1H) 

&m&mm (FD-MS, m/z) :4 5 3 (M + ) 

mmmi i a 

Hife#J2 2-e^fc4- h U-n-y^^>-l -y h + yyf;!/7x;-;l/ 
(1. 3 g) £r&|RSeD4- (h ^/^o^ h + » OV-OU ^dd^> 
W;l^o«J K (6 7 4mg) £?nn*;UA (5ml) IcigfPU rfJlSS© £ 
X (h'j7x^l/-tX7>f » (I I ) ? D D K (8mg) £A*U 

lttit«ELfco RJS«£to*2Sitefll2 3ipl*©^j*-r^il1-5«HwJ;i)»5x 

(2. Og) h5tKP77> (4ml) lw*#$"tK 7k (5ml) £6N 
(15ml) £;&D;LT 8 ftlMffiE 1 *: 0 Bdo^ 

IIMI (FD-MS, m/z) :2 8 2 (M + ) 
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nmmi.7 5 

(4-h'J7;^oy h4-/7x-^) {4- [(6, 7-i^h*->-4- 
*7 ±±i/\ y*-M *Z j y (2 8 4) 

HSfe^Jl 1 7T£fc4-k Fp+v/7x-;I/ 3 - h 'J 7WDt+ , /7x- 
;l> Vh> (5 8 1mg) imBS D c &©4-vy^;l/T5 7 t°'Jv> (2 7 7mg) 
**y\sy (2 0m I) ^AtU T;U=/>^ffiT£i&*«#Lfc 0 H5ISI&4- 
?do-6, h + i/+y'J> (4 6 0mg) £fln;U 2 4 ftHftlftAffi 

n o * ;b AB^JrtK«EK v ->-7A L tz 0 «BET£«S£&*# £ tifcS 

^nTh^^-lcfc&f&i^ Ii:^DD*;bA/tixf;b (5/1) T" 

jsbi * -5 m ~> u a y ;b ? o v h ^ 7 * - \z. «j: *> *s tsi l x m&<o4t&b£ 

4 7 0mg N JR^4 9%T-^fco 

1 H-NMR (CDC1 3> 500 MHz) : 54. 03 (s, 3H), 
4. 07 (s, 3H), 6. 66 (d, J = 4. 5Hz, 1 H) , 7. 28 (d, 
J=8. 5Hz, 2H), 7. 35 (d, J=8. 7Hz, 2 H) . 7. 46 
(s, 1H) , 7. 4 7 (s, 1H) , 7. 8 9 (d, J =8. 5 Hz, 2H) , 
7. 92 (d, J=9. 2Hz, 2H), 8. 59 (d, J=4. 5Hz, 1 H) 
H«^«fH (FD-MS, m/z) : 4 6 9 (M + ) 

fU60U7 6 

4-^^->7x_Jb 4-3-K7^-;U -7-h>(#%flj) 
mKiS©-hoy^> (1 0m 1) 43 N rfJHSn^OT-V-^ (1. 0 8 g) t 
Wn04-3-K>y^;^ d >J K (2. 6 7 g) £mH&£.©-r yT\fctf* 
A (I I I) h i)7)l*nj ?>XJU*%- h (6 2 0mg) £tia^ 6 OViz 
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T 1 mtm L*: 0 Kim&tottt? □ a*;l>AT£ifiSU * a d AJf 

£#j£7 2 2 m g. IR$2 1%T-I#fc 0 
Sg##fffi (FD-MS, m/z) :3 3 8 (M + ) 

mmm 1 7 7 

4-i:Kn^->7x-;l> 4-3- F'7x-/l Yh> (j^j) 
»J'119rflt4-y h + ->7x^ 4-3 - F'7x^;l/ >7-h> 
(7 2 2mg) ^7dd^> (2 0ml) H»#U tK^TI. 0M^'d> 
h'J^o; K-y7DD^>M (9ml) &Jd;U g&*«#Lfc 0 15fc& 

*b£$l£3 8 0mg. JR«5%T'l#fco 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 56. 89 (d, J = 
8. 6Hz, 2H), 7. 44 (d, J=8. 5Hz, 2 H) , 7. 65 (d, 
J=8. 6Hz. 2H), 7. 92 (d, J=8. 5Hz, 2 H) , 10. 47 
(s, 1H) 

Ri^«fl(FAB-MS, m/z) :3 2 5 (M + +l) 
^«17 8 

(4- [(6, 7-/yh^->-4-^;'J.^)^ty] 7x-M (4-3 
- K7x-;l) y (2 8 5) 
7)H>mtTs mtfoMl 2 0T'ifc4-t Ko+y7x-;b 4 _ 3 _ K7 
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x.r.;t, y h> (3 8 0mg) t 4 - 5M *)17 i J b°U i?> (1 5 8mg) £ 
*->l/> (1 1ml) ^AtllfiWLfco 2BSP B 1&4-?DD-6. 7- 
F + WJ> (2 6 2mg) 1 ftj&Q&SMlfco 5£*I&tJ£f& 

y^-y 4-\z&t)mW&, !!l^PD*;bA/^ixf;b (5/1) TJg^tS 
WMis Viif )V9 n-7 h 7 4 SS©<b^^ 4 5 9 m g % 

jR^7 7%Ti#fco 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 6 4. 0 3 (s, 3 H) , 
4. 07 (s, 3H) . 6. 66 (d, J=4. 9Hz, 1 H) , 7. 2 7 (d. 
J = 7. 6Hz, 2H), 7. 46 (s, 1 H) , 7. 47 (s, 1 H) , 
7. 54 (d, J=8. 6Hz, 2 H) , 7. 88 (d, J = 7. 9Hz, 2 H) 
. 7. 90 (d, J=8. 6Hz, 2H) , 8. 58 (d, J=5. 5Hz, 1 
H) 

K*##HI (FD-MS, m/z) : 5 1 1 (M + ) 

mmmi i 9 

mfi5n D p©-hoy^> (1 0m 1) iffJRS©TXV-;l/ (1. 0 8 g) t 
» D 04-7D^>y^;^n'J K (2. 2 0 g) tffflRSGW y 7-)lt*V 
A (1 I I) h'j7;l/tay^>7 l ;^-^ (6 2 0mg) ^fe N 6 0*01;: 
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&m*l. 6 5g. JR^5 7%T'^o 

X H-NMR (CDClg. 5 00MHz) :63. 8 9 (s, 3H), 6. 

97 (d, J=8. 6Hz, 2H), 7. 62 (d, J=l. 8Hz, 2H). 

7. 62 (d, J=l. 8Hz, 2H), 7. 80 (d, J=9. 2Hz, 2H) 
mm&ffim (ED-MS, m/z) :2 9 0 (M + ) , 2 9 2 (M + + 2) 

mmm 1 8 o 

HJ60O1 2 2T1#^4 -y h + > >7x-;l' 4-7d*7x-;1^ >rh>' 
(1. 6 5 g) £v??any (2 Om 1) fc»fl¥U tK?#T1. 0M*°d> 
h'jyo; K-^nay^>»» (2 3m 1) £flD;U ^ig*«^L^o lft 

<0\t£®* 1 . 3 4 g, JR* 8 5 %X'%fz 0 

* H — NMR (DMSO-dg, 5 0 0MHz) : 56. 90 (d, J = 

8. 5Hz, 2H) , 7. 61 (d. J=8. 5Hz, 2 H) , 7. 66 (d, 
J=8. 6Hz, 2H), 7. 74 (d, J=8. 5Hz, 2 H) , 10. 46 
(b r s, 1H) 

M#tfHI (FD-MS, m/z) : 2 7 6 (M + ) . 2 7 8 (M + +2) 

mmm 1 8 1 

{4- [ (6, 7-?y h*->-4-4V UJIO **»>3 7x-^} (4-7* 
p^7^-;U) y > (2 8 6) 
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x-;P *h>(l. 182g) t4- : JST)lTiJ t°'j> ? > (5 7 3mg) 
(3 7ml) ^Atl^-S^lt^Lfco 3 0#&4-?no-6, 7 
- : J* h + i/*yj> (9 5 4mg) «-Jn^ 1 L £o 

o*;UA/#&x*;U (5/1) T-Jg§i§t£i£JI> 'J iifJl? a v - 

KXbmnu mm<Dit&®zi. 5 74 g. ^7 9%t^ q 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 4. 0 5 (s, 3H) , 
4. 06 (s, 3H), 6. 66 (d, J=4. 9Hz, 1H), 7. 2 7 (d, 
J =8. 6 Hz, 2H) , 7. 4 6 (s, 1H), 7. 4 7 (s, 1 H) , 
7. 65 (d, J=7. 9Hz, 2H). 7. 70 (d, J=8. 5Hz, 2H) 
, 7. 90 (d, J=8. 6Hz, 2H), 8. 58 (d, J=5. 5Hz, 1 
H) 

K«##Hi (FD-MS, m/z) : 4 6 3 (M + ) , 46 5 (M + +2) 

mmm 1 8 2 

{4-[(6, 7-^n4->-4-^;'J^) t^->] 7x-;l/} [4- 

(N-y f-;Ub°^7>V) 7x_;U] (2 8 7) 

TJlzf>mMT^ ll»U 2 3T*i#*:4-t Ko*->7xx;U 4-7-d*7 
x-;b >rYy (232mg) £h;Ux> (5ml) 4^Aft> MJcm&iSON 
-H-frt'^V's (6 lmg) , th'J-7A t -7*h*<>K (6 7mg) . 
t*7. (h ij7x-;^X7-f » (I I) ?nV K (7mg) fcjfjn*. 

1 0 owi 7^p H i!t^L^ 0 Rim&®*mimt+ v y ^ATK^i 
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ETfflim£&ftS>tl1tmt^ ?au*)ii*/t? (10/1) T'Wffi 

iR^2 2%T'?#7to 

! H-NMR (CDC 1 3 , 5 0 0MHz) .6 2. 3 7 (s, 3H) , 
2. 58 (t, J=5. 5Hz, 4H), 3. 41 (t, J=5. 5Hz, 4H) 
, 4. 04 (s, 3H), 4. 06 (s, 3 H) . 6. 63 (d, J=4. 9H 
z, 1H), 6. 92 (d, J=9. 2Hz, 2H). 7. 25 (d, J = 
8. 5 Hz, 2H) , 7. 4 5 (s, 1 H) . 7. 5 1 (s, 1 H) , 7. 8 1 

(d, J=8. 5Hz, 2H), 7. 87 (d, J=8. 6Hz, 2H), 
8. 56 (d, J =4. 9Hz, 1 H) 

StS#tfHI (FD-MS, m/z) :4 8 3 (M + ) 

mmm 1 8 3 

{4- [ (6, h*>-4-*7 !MO ±j±3 7x-M [4— €• 

j^'j;7x-^] y^y> (2 8 8) 

7^3*>^I^ I»«12 3Tftfc4-tKp + ->7x^ 4-7nt7 
x-i (2 3 2mg) ^h;Ui> (5ml) ^A*U glcffiKS©^ 

;1>*'J > (5 2mg) „ ± b 'J t -7'h + y K (6 7mg) „ tfx ( h U 

7x-;l/t^7-f» '^v^A (I I) ?D'J K (7m g) £2)0*.*:^ 
1 OOWlftfitfLfco RlSfi^ft^ftffDtt^hU^ATKSttt^on*^ 

?oD^;^/Kixf;b (5/1) T«W*S»Jiv/ «J 
*y;U*o-7 h^7>f -fcJiOfllijU IW^3 2mg N iRs£l 4% 

1 H-NMR (CDC 1 ot 5 0 0MHz) : <5 3. 34 (t, J=4. 9H 
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z, 4H) , 3, 8 8 (t, J =4. 9 Hz, 4 H) , 4. 0 4 (s, 3 H) , 
4. 07 (s, 3H). 6. 64 (d, J = 5. 5Hz, 1H), 6. 92 (d, 
J = 9. 2Hz, 2H), 7. 2 6 (d, J=7. 3Hz, 2H), 7. 83 
(d, J=9. 2Hz, 2H), 7. 87 (d, J=8. 5Hz, 2 H) , 
8. 56 (d, J=5. 5Hz, 1 H) , 7. 49 (s, 1 H) , 7. 51 (s, 
1H) 

W*##rffi (FD-MS. m/z) :4 7 0 (M + ) 

$mmi 8 4 

(4- [(6, 7--^^ h^'>-4-^;^l/) ^-/] 7x-;M [4-b° 
oU >V7^-;b] y^y> (2 8 9) 

7^^>««Tn fUfeflll 2 37?»fc4-t Kd + ->7x^ 4-^7 
x-^ (2 32mg) (5ml) H^tPKSOh" 

o'J v> (4 3mg) . ^hU-7A t-7F*«>K (6 7mg) N t'X (h'J 
7x^*X7^ » A7^7A (I I) *D'j K (7m g) £fln;Lrt:8L 1 0 
0 V 1 Bfe» L /To RiSfiMl*«aft*<k^ h U -7 AtK^?K 

»&*iws**, ^DD*M/sixf^ (5/1) -cjrmn- ay 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 62. 0 5-2. 0 8 (m. 4 
H) , 3. 3 8-3. 4 1 (m, 4H) . 4. 0 4 (s, 3H) , 4. 0 6 (s, 
3H) , 6. 57 (d, J = 9. 2Hz, 2 H) , 6. 62 (d, J=4. 9H 
z. 1H), 7. 24 (d. J=8. 6Hz, 2 H) , 7. 45 (s, 1 H) , 
7. 52 (s, 1H), 7. 82 (d, J=9. 2Hz, 2H) , 7. 84 (d, 
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J=8. 5Hz, 2H), 8. 55 (d, J=4. 9Hz, 1 H) 
MbMfHI (FD-MS, m/z) :4 54 (M + ) 

{4- [(6, 7-->7F^y-4-^'J;0 t^->] 7x_;M [4-b* 

<'j^;7x-ji/] (2 9 0) 

T;Un*>^T. m&mi 2 3Tl#*:4-t Kd*->7*-^ 4-^d^7 
x-JU (2 3 2mg) £b;bi> (5ml) <£^AtU MKrfilSiS© f 

^'Jv> ( 5 1 m g) x + h U 7 A t-^F + yK ( 6 7 m g) N fc: X ( h U 
7x_MX70) a*7^>7A (I 1 ) ^n'J K (7m g) £}KMt/cgU 

i o o °c* i l tz 0 Rfom&®zmomt-)- h u * i^oa 
Mi^ntM^ ?DD*M/fttxf;i, (5/i) -e®K§-rsi$Ji'>y 

1 H-NMR (CDC 1 3 , 500MHz) :<51. 68 (brs, 6 H) , 
3. 3 8-3. 3 9 (m, 4 H) , 4. 04 (s, 3H), 4. 06 (s, 3H) 
, 6. 63 (d. J=4. 9Hz, 1H) , 6. 89 (d, J=8. 6Hz. 
2H) , 7. 25 (d, J=8. 5Hz, 2 H) , 7. 4 5 (s, 1 H) , 
7. 52 (s, 1H), 7. 80 (d, J=9. 2Hz, 2 H) , 7. 86 (d. 
J = 8. 6Hz, 2H), 8. 56 (d. J=4. 9Hz, 1 H) 

!ita#tfrte (FD-MS, m/z) :4 68 (M + ) 
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1 8 6 

N- (2-/ A-\£7 -N' - {4- [ (6, 7-'J/ 

>-4-*yU;b) *ft±± OUT (2 2 2) 

6, l-'J* b*v-4- (4-7$ J 7x7 + » +7 >J > (5 2mg) £ 
h;l/x> (5m 1) fc&jSU h 'J x.=f-)VT i> (1ml) &1jaz.tiik^ h U 7 
*Xf> (5 2mg) *7jQ;U 2^jDlft«ML^o £Jfcttlw2-;< h**>-4 
-h*7x-;H;> (1 0 3mg) £flo;tx 1 3 timmMMM I tz 0 Kfcmzm 
K*** h y *A*i£tt£ilO;U WF»xf-jUT2lHl}lliajLfc*^t8W*i»ftlAifi 

u*;UA/7-feh> (10/1) •CRH-r5*> , ;rty;Ua7A?o-7h/7 74 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : <5 3. 6 7 (s, 3H) , 
4. 00 (s, 3H), 4. 04 (s, 3H), 6. 44 (d, J=5. 5Hz, 
1H), 6. 86 (d, J=8. 5Hz, 1 H) , 7. 10 (d, J=8. 6H 
z, 2H). 7. 21-7. 37 (m, 4H). 7. 43 (s, 1 H) , 
7. 53-7. 59 (m, 5 H) , 7. 79 (s, 1 H) , 8. 41 (s, 1 H) 
. 8. 48 (d, J=4. 9Hz, 1 H) , 8. 53 (d. 3=2. 4Hz, 
1H) 

HS##HI (FD-MS, m/z) :521 (M + ) 
H«J 18 7 

N- (2. 6-^V^Db°^7x-^) -N' - {4- [ (6, h 
^v-4-4-yij^) ;fr^>] 7x-;H 9U7 (2 2 3) 

6, 7-^ h*v-4- (4-7;;7xy + -» +;'J> (5 4mg) £ 
hJl^> (5ml) IcSSU MJx^;U7^> (1ml) £tn*.*:& N h ■) 7 
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*X?> (5 3mg) ttiaz., 8fitimm&Mltz 0 S^ic2, 

Dh°;u7^'j y (o. 0 5mi) 1 5 &®m&mt i tz Q fcj&mz&m 

*W74rh> (10/1) t*Sg§t-5v"J*W7A^DTh^77^- 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 51. 2 6 (m. 1 2 H) , . 
3. 3 9 (m, 2H) , 4. 03 (s, 3H) . 4. 0 4 (s, 3 H) , 
6. 09 (brs, 1H), 6. 28 (b r s, 1 H) , 6. 42 (d, J = 
5. 5Hz, 1H), 7. 08 (d, J=8. 5Hz, 2 H) , 7. 26 (m, 
1H) , 7. 2 9-7. 4 0 (m. 5H) , 7. 5 3 (s, 1 H) , 8. 4 6 
(d. J=4. 9Hz, 1H) 
MbWrH (FD-MS, m/z) :4 9 9 (M + ) 

0360*1 8 8 

N- (2-^DD-4--hn7x-i) -N' - {4- [ (6, 7-?y h 
4->-4-^;'J^) *jrvQ 7x-i[ frl^7 (2 2 4) 

6, h + ->-4- (4-7;;7x; + ->) +;>J> (1 0 4 rag) 

^h;bx> (10ml) K:2ra&&#L*:&. 2-?oo-4--Fa7x-M 
7*7*- h (15 0mg) £j&nx.x 1 0^PfljQ»iS«ELfco «rtBLT§fcfea 
*WRU h^i>T-^-rsci{c«k«9^jSo^^l 7 2m g> jRsfs 
1 0 0%r-'#/r o 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 6 3. 94 (s, 3 H) , 
3. 95 (s, 3H) , 6. 46 (d, J=5. 5Hz, 1 H) , 7. 24 (d, 
J = 9. 2 Hz, 2H) , 7. 3 8 (s, 1 H) , 7. 5 1 (s, 1 H) , 7. 
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62 (d. J=8. 6Hz, 2H), 8. 23 (m. 1 H) , 8. 35 (m, 
1H), 8. 46 (d, J=5. 5Hz, 1 H) , 8. 57 (m, 1 H) , 
8. 84 (b r s, 1 H) , 9. 8 5 (b r s, 1 H) 
g«#*HI (FD-MS, m/z) :4 94 (M + ) , 4 9 6 (M + + 2) 

mmmi s 9 

N- (3-^oo-2-^ h*i/7*-A>) — N" - {4- [ (6, 1-2/ 

K»iiziji±£2ikL±±±3 y^-M v^t (225) 

6, h*5/-4- (4-7;;7x; + y) *;>J> (5 8mg) £ 

h;Ux> (5ml) lcjDJR»#LfcSL 3-^nD-2-yh + i/7x-KV 
*>7*-h (0. 1ml) £JD/U 2 2&m%teWLLK 0 E&*!?va*Jl2* 
/7-fe h> (1 0/1) t8iat5v"JW*7A^D7 h^77<( -{Ckf3 
*WHU mm<D4t&®*7 5m g. iR^8 0KT?»fco 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : <5 3. 7 3 (s, 3 H) , 
4. 02 (s, 3H), 4. 05 (s, 3H), 6. 47 (d, J=5. 5Hz, 
1H), 7. 01-7. 06 (m, 2H), 7. 15 (d, J=8. 5Hz, 
2H), 7. 43 (s, 1H), 7. 52 (d, J=9. 2Hz, 2 H) , 
7. 57 (s, 1H), 7. 81 (s, 1 H) , 8. 16-8. 19 (m. 2H) 
, 8. 50 (d, J=5. 5Hz, 1 H) 

MbMJrffi (FD-MS, m/z) : 4 7 9 (M + ) . 48 1 (M + + 2) 

mmm 1 9 0 

N- (2-?op-6-^ ^_;l/) -N' - {4- [ (6, 7-vV h 
4->-4-*y UflQ £*vp 7jL_;b} (2 2 6) 

6, h*->-4- (4-7; ;7x; + ^) +7 U> (5 2mg) £ 
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h;l^> (5ml) IztiQf&mM L fcSU 2-^oa-6-/f^7x-MV*> 
7*-h (0. 1ml) £2JD*.. 1 7 ftfiimm&mLtZo #TffiLT£to£H£«[ 
&U h^i>-e^1--SC<!:[CctO^SO'fb^^6 lmg N iR^7 4%Tf§ 

*H-NMR (DMSO-dg, 5 0 0MHz) .62. 2 8 (s, 3 H) , 
3. 94 (s, 3H), 3. 94 (s, 3H), 6. 43 (d, J=4. 9 Hz, 
1H), 7. 18 (d, J=9. 2Hz, 2 H) , 7. 2 0-7. 3 6 (m, 3 
H) , 7. 38 (s, 1H), 7. 52 (s, 1 H) , 7. 59 (d, J=9. 
2 Hz, 2H), 7. 9 8 (s, 1 H) , 8. 4 5 (d, J = 5. 5 Hz, 1 H) 
, 9. 0 3 (s, 1H) 

IiMi(FD-MS, m/z) :46 3 (M + ) , 465 (M + + 2) 

mmm 1 9 1 

N— (3 qo-6 h*->?jL^;U) — N' - {4- [ (6, 7-vV 
h*->-4 -*yj;U) 7^-^} ^7 (2 2 7) 

6, 7-i>V h + >-4- (4-7;;7i;+^) +;>J> (5 2mg) £ 
h^x> (5ml) irjD»»»Lfc»x 3 - * a o - 6 - * h*->7 x-;U-T V 
>T*-h (1 1 lmg) £Jn;U 2 9#PM&£ML*:o 3«£?no*;UA 
/7H?h> (10/1) TJg^-rS^U^^U^^A^a^ h^^7^ -{Cit) 

nmu mm<D4t&®>*8 4m g . o o%r-^fc 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 3. 6 0 (s, 3 H) , 
3. 99 (s, 3H), 4. 05 (s, 3H), 6. 46 (d, J=4. 9Hz, 
1H) , 6. 6 9 (d, J =8. 5 Hz, 1 H) , 6. 9 0 (m, 1 H) , 
7. 11 (d, J=9. 2Hz, 2H), 7. 42 (s. 1 H) , 7. 53 (d, 
J =8. 5 Hz, 2H) , 7. 5 8 (s, 1 H) , 7. 8 2 (s, 1H), 
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8. 3 2 (m. 1H) , 8. 4 8 (d, J = 5. 5 Hz, 1 H) , 8. 52 (s, 
1H) 

Sm&Vrm (ED-MS, m/z) : 4 7 9 (M + ) .48 1 (M + + 2) 
»19 2 

N- (4-^op-3--ho7x-;b) -NT - {4- [ (6, h 
*->-4-*y D;U) ±±±2 Z±=M frt^ (2 2 8) 

6, 7-^h + y-4- (4-7 5 7 7x; + y) »J > (5 2mg) £ 
hJl^y (5ml) IcjD^^L^m. 4-?oD-3--hD7x^K7-> 
7*-h (224mg) S-flD*. 8 #IBttD^ffi L /:<> tfftULT*A:feS*«W 
U Vjte.yeimt&Z.tlz*.t)mm<Dik&fo&l 25mg. JR*7 5«-P» 

H — NMR (DMSO-dg, 500MHz) :<5 3. 93 (s, 3H), 
3. 95 (s, 3H). 6. 46 (d, J = 4. 9Hz, 1 H) , 7. 21 (d, 
J =8. 5 Hz, 2H) , 7. 3 8 (s, 1 H) , 7. 5 1 (s, 1 H) , 
7. 60 (d, J=8. 5Hz, 2H), 7. 65 (s, 1 H) , 7. 67 (s, 
1H), 8. 31 (s, 1H), 8. 46 (d, J=4. 9Hz, 1 H) , 

9. 0 1 (s, 1H) , 9. 2 7 (s, 1H) 
I1MKFD-MS, m/z) :4 6 3 (M + ), 465 (M + +2) 

wm 193 

N- (2, 4-^oo7x-;l/) -N' - {4- [ (6, 7-->V h + ->- 
4-*/U;lQ *±j/\ 7x_;b} U7 (2 2 9) 

6, 7-->V h + v/-4- (4-75 y 7x7 + -» U > (53mg) £ 
h;l/^> (5ml) fc:JlDil&igfl¥Lfc8L 2, 4-^dd7i_^v.>7^- 
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h (1 1 5mg) £fln;U 2 O^mm^MMLfZo WlilLTi^:eS*ttffiU 

! H-NMR (DMSO-d g , 500 MHz) .6 3. 94 (s, 3H), 
3. 95 (s, 3H), 6. 45 (d, J=4. 9Hz, 1 H) , 7. 22 (d, 
J = 8. 6Hz, 2H), 7. 39 (s, 1 H) , 7. 40 (m, 1 H) , 7. 
51 (s, 1H), 7. 59 (d, J=9. 2Hz, 2H), 7. 62 (m, 1 
H) , 8. 21 (d, J=9. 2Hz, 1 H) , 8. 40 (s, 1 H) , 8. 4 
6 (d, J=5. 5Hz, 1H), 9. 56 (s, 1 H) 
(FD-MS, m/z) :4 8 3 (M + ) 

mmm 194 

N- (2, 6-^QP7x-;b) -N' - {4- [ (6, 7->V h*->- 
4-»yj^) t^->] 7x^;b} 91/ 7 (2 3 0) 

6, 7-v>V h + *>-4- (4-7^7x;*-» (5 2mg) * 

h;Ui> (5ml) \ztam6mitL&^ 2, 6-y?oo7i-Hvm- 
h (1 2 5mg) Ztiaz-, 1 2^IBJD«lJiSELfco *rfcBLT£fc»S£ttttU 
h Jlx. >T*ffi$t2> Z. t \z.£ <0 mmoitS®}*: 8 1 m g . 9 6 %T~'&tz 0 

1 H-NMR (DMSO-d g, 500 MHz) : 6 3. 94 (s, 3H), 
3. 94 (s, 3H). 6. 43 (d, J - 5. 5Hz, 1 H) , 7. 14- 
7. 20 (m, 2H). 7. 32 (dd, J=7. 9, 7. 9Hz, 1 H) , 
7. 3 8 (s. 1H) , 7. 5 1-7. 5 4 (m, 3H) , 7. 6 0 (d, J = 
9. 2Hz, 2H). 8. 23 (s, 1 H) , 8. 45 (d, J=5. 5Hz, 
1 H) , 9. 0 9 (s, 1H) 

KSftffJt (FD-MS, m/z) :4 8 3 (M + ) 
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mmm i 9 5 

N- {4- [(6, Y*v-4-*J *±js} 7 x.-M - 

N / - [1- (l—j-7*)V) ±±M OUT (2 3 1) 

6, 7-vV h*$/-4- (4-7;;7x; + -» +7'J > (5 4mg) £ 
h;Ui> (5ml) ^Jnlft«»L^ 1- U-i-yi-Jld xfMvm 
- h (0. 0 5ml) £fln*.x 1 0 0£timmj&ffiltz o iS^^DD^A/ 
7-fe h> (1 0/1) T'Jggg-rSvU^^VU^^A^D^ h^7^ -\z&*)m 
mU Ii0^^6 5mg, iR$7 2%T-|#/c 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 61. 55 (d, J = 

6. 7Hz, 3H), 3. 93 (s, 3 H) , 3. 94 (s, 3 H) , 4. 62 
(m, 1H), 6. 39 (d, J=4. 9Hz, 1 H) , 6. 79 (s, 1H), 

7. 11 (d, J=9. 2Hz, 2H), 7. 36 (s, 1 H) , 7. 4 9~ 
7. 5 8 (m, 7 H) , 7. 8 3 (m, 1H), 7. 9 4 (m, 1 H) , 8. 1 
7 (m, 1H), 8. 4 2 (d, J =5. 5 Hz. 1 H) , 8. 5 2 (s, 1 H) 

Wmftmm (FD-MS, m/z) :4 9 3 (M + ) 

m&m 19 6 

N- (2-n-yf;b7x-;l/) -N' - {4- [ (6, 7-if/ h*y/-4 
-4VU;I» :fr^j/] 7x-;H (2 3 2) 

6, 7-yy h + v-4- (4-7;;7 i ; + y) *y >J > (1 1 9m g) 
£h;b:n> (l 2m 1) IC!!®U h 'J x^;bT $ > (2. 4 m 1 ) £Jn;i*:&. 
hU7*xy> (13 3mg) £fln;i> 2#PM&S^L7t 0 SJ&ftK2-n- 
7W7x-;l,7;> (0. 1 3ml) *fln*x 1 0 ^M^S^ L 
t^Ifck^:*- h U * Ijax.^ tan A-e 2 IsJttlfcb L ^^tSUI^ 
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^JoDtW7t h> (4/1) -efiBi1-S">U*y;I/*5A^nvh^5 

1 H-NMR (DMSO-dg, 500 MHz) : 6 0. 92 (t, J = 
7. 5Hz. 3H). 1. 32-1. 40 (m. 2H). 1. 50-1. 57 
(m, 2H) , 2. 59 (t, J = 8. 9Hz. 2 H) . 3. 93 (s, 3H). 
3. 94 (s, 3H), 6. 44 (d, J=4. 9Hz, 1 H) , 6. 98- 

7. 0 2 (m, 1H), 7. 12-7. 17 (m, 2 H) , 7. 19 (d, J = 

8. 9Hz, 2H). 7. 51 (s, 1H), 7. 58 (s, 1 H) , 7. 59 
(d, J=8. 5Hz, 2H) , 7. 71-7. 75 (m, 1H) , 7. 89 
(s, 1H), 8. 46 (d, J=4. 9Hz, 1 H) , 9. 11 (s, 1 H) 

mmftmm cfd-ms, m/ Z ) = 471 (m + ) 
msm 197 

N— (3-xh^-/^?;Uf^7x-;l/) -N' - {4- [(6, 7-vVh 
*y/-4-*yU_;U) 7x-;U} 01/7 (2 3 3) 

6. 7-^h + ->-4- (4-7;>7x; + y) 'J > (1 3 lmg) 
ZY)lJ-y (10ml) Kflo&?§»?U HJx^;t,7^> (2ml) Z1mz-iz'&^ 
h'J7*xy> (213mg) 2^»DlftS^L^o KfcfeK3-7i 

^Wif^iXfJl/ (0. 1ml) £fln*-. 7ftfflm*MmitZo Kfcifo 

izmmymi- v u oatk^^jo/U f£8?x^T-2 0amL^mw*^£tsft 

^DDUA/7t|«> (1 0/1) -eSII-tS^U^y^^^A^nv h?*-7 
7^-{ci:>)inKU mm<D{t^^2 14mg, JR^l 0 0%fifco 

1 H-NMR (CDC 1 3 . 5 00MHz) : <5 1. 36 (t, J=7. 3H 
z, 3H), 4. 02 (s, 3H), 4. 05 (s, 3H) , 4. 36 (q, J 
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= 7. 3Hz, 2H), 6. 45 (d. J=5. 5Hz, 1 H) , 7. 13 (d. 
J=9. 2Hz, 2H), 7. 3 8-7. 4 5 (m, 4H), 7. 48 (d, J 
= 9. 2Hz, 2H), 7. 56 (s, 1 H) , 7. 75 (d, J=7. 3Hz, 
1H), 7. 80 (d, J=7. 9Hz, 1 H) , 7. 90 (s, 1 H) , 
8. 4 8 (d, J =4. 9Hz, 1 H) 
K*#*HI (FD-MS. m/z) :4 8 7 (M + ) 

l£WJ 1 9 8 

N- (2, 3-^do7x-;1.) - N' - {4- [ (6, 7-v>V h^>- 
4-*yiW j^vQ 7x-^} frP7 (2 3 4) 

6, 7-vM h + v-4- (4-7U7x; + v/) *y>J> (5 2mg) £ 
(5ml) fcJoJ»»#Lfc&x 2. 3-y?DD7x-;Kvm- 
h (0. 0 5ml) £JD*-. 2 O^HSP^iSffiL/Co J££r§&£? dd^^a/ 

7-fe h> (1 0/1) tSgit5^MW7A^D7 
£UU ^g©tt£#l£8 4mg. JR^l 0 0%Ti#/c o 

* H-NMR (CDC 1 3 , 5 0 0MHz) : 5 4. 0 0 (s, 3H) , 
4. 05 (s, 3H), 6. 45 (d, J=5. 5Hz, 1 H) , 7. 11- 

7. 17 (m, 4H). 7. 41 (s, 1 H) , 7. 53 (d, J=9. 2Hz, 
2H) , 7. 57 (s, 1H), 7. 91 (s, 1 H) , 8. 22 (d, J = 

8. 5Hz. 1H), 8. 48 (d, J=5. 5Hz, 1 H) , 9. 12 (s, 
1H) 

®S##rM (FD-MS, m/z) :4 8 3 (M + ) 
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mmmi 99 

N- (2, 4-^oo7x-;l/) - N' - {4- [ (6> 7-v^ h*->- 
4-*/U;tQ 7xxi) <jV7 (2 3 5) 

6, h**>-4- (4-7;;7i7 + y) *>"J > (5 8mg) £ 

h;bx> (5ml) \zWmmLi'J$L^ 2, 4-y?DD7i-Mvm- 
h (9 3mg) £J0;U 2 0#P H m*fcI3fll^o KC<&&£? o n*;UA/7-lr 
r> (10/1) T-Jg&l-rS^UrtW^Ay-n-r h/57^ -K£{,ff§8U 

mmoit^^e 9m g . jr$7 3%ti§^ 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) :< 54. 0 4 (s, 3H), 
4. 06 (s, 3H), 6. 47 (d, J=4. 9Hz, 1 H) , 6. 98 (d 
d, J=2. 4, 8. 5Hz, 1H), 7. 19 (d. J=8. 5Hz, 2 H) , 
7. 2 5 (s, 1H), 7. 2 9 (s, 1 H) . 7. 3 9 (s, 1 H) , 
7. 43 (s, 1H) , 7. 52 (d, J = 8. 5Hz, 2 H) , 7. 56 (s, 
1H) , 8. 4 0 (d, J =2. 4 Hz, 1 H) , 8. 5 0 (d, J =4. 9H 
z, 1H) 

nmftmm (FD-MS, m/z) : 4 8 3 (M + ) 
H»J2 0 0 

N- (3, 4-^nn7x^) -N' - {4- [ (6, 7-i?jt b*v- 
4-^yj;l/) *±}A 7*-M (2 3 6) 

6. t* : s~4- (4-7;/7x; + y) *>"J > (5 lmg) £ 

(5m 1) ic2m&&8? 3, 4->'?oa7x_;Kvm- 
r (102mg) ZUa^ S&mmM&LliZo Vr& LTfcfcfcflfciHJiU r 
;Ui>T-^#-r-5C<!:Jw«kt)^S©i't^5^7 lmg> TO 8 4%Ti#fc 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) :<53. 94 (s, 3 H) , 
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3. 95 (s, 3H), 6. 44 (d, J=4. 9Hz, 1H) , 7. 14- 
7. 2 4 (m. 2H) , 7. 3 4 (m, 1 H) , 7. 3 8 (s, 1 H) , 
7. 50-7. 52 (m, 2 H) . 7. 59 (d, J=9. 2Hz, 2 H) , 
7. 88 (s, 1H), 8. 46 (d, J=4. 9Hz, 1 H) . 8. 92 (s, 
1H) , 9. 0 0 (s, 1H) 
ffftfttfrM (FD-MS, m/z) :4 8 3 (M + ) 

Hjfc#J2 0 1 

N- (3, 5-^no7x-^) -N' - {4- [ (6, 7- ! J* h*->- 
4— fryj;tQ 7x-;b) fruy (2 3 7) 

6. h + i^-4- (4-7^7x; + ^) 4-y U > (5 3mg) £ 

HUx> (5ml) »cJpJ»»»Lfctfex 3, 5-^^od7x-WV->7*- 

h (7 6m g ) ^jd^ s^mmfrnmitzo mtinx^tim^rmu Y)i 
^>T~imtzz£tz£*)mm(D4k&®i£i 5m g . wms 7%x^fz 0 

1 H-NMR (DMSO-d 6 , 5 0 0MHz) : 6 3. 9 3 (s, 3H) , 
3. 94 (s, 3H), 6. 44 (d, J=4. 9Hz, 1 H) , 7. 15 (s, 
1H), 7. 20 (d, J = 9. 2Hz, 2 H) , 7. 38 (s, 1 H) , 
7. 51 (s, 1H), 7. 54 (s. 1 H) , 7. 54 (s, 1 H) , 
7. 59 (d, J=9. 2Hz, 2H) , 8. 46 (d, J=4. 9Hz, 1 H) 
. 9. 00 (brs, 1H), 9. 07 (brs, 1 H) 
(FD-MS, m/z) :4 8 3 (M + ) 
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HWJ2 0 2 

N- (4-?pp-2-- hP7x-;U) — N' - {4- [ (6, 7-S?y h 
*->-4-*7 »J;l/) 7x-;U} frt/7 (2 3 8) 

6, Y* ; s-A- (4-7W7x; + -» *y U > (12 3mg) 

£h;Ux> (12ml) CMMLfc'^ 4-^DD-2--hD7i-;K 
7*7*- h (1 7 2mg) 1 4^P B m^il«tL/c 0 #ftBLT£fcfe& 

*SffiU h ^x>«t$ c iCJ; I5ll©lb^^ 1 7 4 ra g, iR^8 5 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 6 3. 94 (s, 3 H) . 
3. 95 (s, 3H), 6. 46 (d. J=4. 9Hz, 1 H) , 7. 23 (d, 
J=7. 3Hz, 2H), 7. 39 (s, 1 H) , 7. 51 (s, 1 H) , 
7. 62 (d, J = 7. 3Hz, 2H), 7. 79 (d, J=9. 2Hz, 1 H) 
, 8. 1 4 (s, 1H), 8. 3 5 (d, J =9. 2H z, 1 H) , 8. 4 6 
(d, J=5. 5Hz, 1H), 9. 62 (s. 1 H) , 10. 0 (s, 1 H) 
K*£&r*l (FD-MS. m/z) :4 9 4 (M + ) . 4 96 (M + + 2) 

H»«2 0 3 

N- (2-7;;-4-^pp7x-;I/) -N / - {4- [ (6, 7 -'J/ h 
^■>-4-^;'J^) 7i-;b) g_*7 (2 3 9) 

N- (4-7no-2--ho7x^) -N' - {4- [ (6, 7-v> h 
*i/-A-*J U;U) ***] 7x-;H ^1x7 (15 8mg) ^^D^i 
*y-;l//7k (1 0m 1/7 0ral/5m 1 ) ^*Bftg^ h >J * 

A (1. Olg) £fln;U 6 0riCT3 7#iaa£#L*:o 9 oo*A,AT-2Ih!?I& 
tBLfc»WIWi%«aft«*-C«*L. h 'J SA-ej&RLfco MET 

&&£®£U gjt£?an*;l,A/7-l? h> (10/1) T-Jg^-r* > 'J *y 
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1 H-NMR (DMSO-dg. 5 0 0MHz) : <5 3. 9 4 (s, 3 H) , 
3. 95 (s. 3H), 5. 09 (b r s, 2H), 6. 43 (d, J=4. 9 
Hz, 1H) , 6. 5 7 (m, 1 H) , 6. 7 8 (d. J =2. 4 Hz, 1 H) , 

7. 17 (d, J=9. 2Hz, 2H), 7. 34 (d, J=8. 6Hz, 1 H) 
, 7. 38 (s, 1H), 7. 51 (s, 1 H) , 7. 57 (d, J=8. 5H 
z, 2H), 7. 7 7 (s, 1H) , 8. 4 5 (d, J =4. 9 Hz, 1 H) , 

8. 8 9 (s, 1H) 



H»J2 0 4 

N- {4- [ (6, 7-v>V h*->-4-*/ U;lQ ^^->] 7xz;b) - 
N' - (2-b°'J v^^Mff^ »U7 (2 4 0) 

6, 7-->V >- 4 — (4-7U7xy + y) +;>J> (7 5mg) £ 
h;bx> (7ml) \zljam%ML h*)^*JV7i> (1. 4ml) Z1jQz.tz&^ 

b>)y*x?> ( 2 o i m g ) zmz.^ i &mijQ?imM i tz 0 kjs&k 2 - e u 

^>#;U*'*-!J-; K (102mg) £fln;L> 3^MML^o SJS&fcJSK 
*;UA/7-t?h> (10/1) T-mmtZ'sVijYhiJv^tu-? bfyyj - 

K&bmmi. mm<D<t£®}£8 6mg> ir$7 7%t-^ 0 

1 H-NMR (CDC 1 g, 500 MHz) : <5 4. 06 (s, 3H), 

4. 06 (s. 3H), 6. 49 (d, J=4. 9Hz, 1 H) , 7. 20 (d, 

J=9. 2Hz, 2H), 7. 43 (m, 1H), 7. 57 (s, 1 H) , 

7. 59 (m, 1H). 7. 7 1 (d, J = 9. 2Hz, 2H) , 7. 97 (m, 
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1H), 8. 28 (d, J=7. 9Hz, 1 H) , 8. 50 (b r s, 1 H) , 
8. 68 (d. J=4. 9Hz, 1 H) , 10. 1 (b r s, 1 H) , 10. 7 
(brs, 1H) 

nm&mm cfd-ms, m/z) aaa cm + ) 

H«j0J2O5 

N- (3-^o-4, S-'J* K*->7x-;U) -N r - {4- [ (6, 7 
-^^■>-4-t;'J^) ** ; A 7±->l) OUT (2 4 1) 

6, 7-yy h + '>-4- (4-7;;7x;^y) *y >J > (5 4mg) £ 
h;l/x> (5ml) (cin&SPLfc^ 3-?dd-4, 6 - V * h^y7x_ 
^Vv/7*-h (7 6mg) £Jn*.. 18»iML/: 0 RJ6»tt*^D 
nt^A/7th> (10/1) «t^>'J^W7A^D7 
-iw«k?)»f!lU SS©ft^9 3mg, JRspl 0 0%^ 

1 H-NMR (CDClg, 5 00MHz) : 6 3. 7 6 (s, 3H), 
3. 87 (s, 3H), 4. 02 (s, 3H), 4. 05 (s, 3 H) , 

6. 4 6 (d. J = 5. 5 Hz, 1 H) , 6. 4 9 (s, 1 H) . 7. 1 3 (d, 
J=8. 5Hz, 2H), 7. 20 (s, 1 H) , 7. 42 (s, 1 H) , 

7. 50 (d, J=8. 5Hz, 2H), 7. 57 (s, 1 H) , 7. 59 (s, 
1H), 8. 12 (s, 1H), 8. 48 (d. J=5. 5Hz, 1 H) 

K«£*rlt (FD-MS. m/z) :5 09 (M + ) , 511 (M + +2) 

fUfc0J2O6 

N- (4-^nn-2-yf^7x-^)*-N' - {4- [ (6, h 

\) )V) 7x-;l) frU7 (2 4 2) 

6, 7-^h + y-4- (4-7^ J 7x; + >» > (5 5mg) £ 
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h;Ux> (5ml) izm&mmifr'&s 4-^DD-2-yWx-;Wv> 
7*-h (90mg) *Jd^ n 2 GAfoimMMltio fftiJLT*^:tSii*»R 

X H-NMR (DMSO-d g, 500MHz) : 5 2. 26 (s, 3H), 

3. 94 (s, 3H) . 3. 94 (s, 3H) , 6. 44 (m, 1 H) , 

7. 18-7. 20 (m, 3 H) , 7. 25 (s, 1 H) , 7. 38 (s, 1 H) 
, 7. 51 (s, 1H), 7. 5 9 (d, J=9. 2Hz, 2H), 7. 87 
(m, 1H), 7. 9 9 (s, 1 H) , 8. 4 5 (m, 1 H) , 9. 15 (s, 
1H) 

Km&Vm (ED-MS, m/z) :46 3 (M + ) , 4 65 (M + +2) 
HJ60J2O7 

N— (2-^Do-3-y^x-;b) -NT - {4- [ (6, 1-*J* h 
^y-4-t;'J^) 7x-i} -7^7 (2 4 3) 

6, h + i/-4- (4-7;;7x; + «» +;>J> (52mg) $ 

h^x> (5ml) lc/jn&rgft?Lrt:&> 2-^an-3-^^7x^Ky«> 
T*-h (0. 2ml) ^-tJD^ 1 2ftWBmmffi.Ltz 0 frfomm**? o o*;U 
A/7-feh> (10/1) T'Jg^Sv/'J^yVb^^A^nv -1C.£ 
*)**«U mm®it&y}Z 3 Omg, 7%Tli^o 

*H-NMR (CDC1 3> 500MHz) :<52. 28 (s, 3 H) , 

4. 00 (s, 3H), 4. 03 (s, 3H) , 6. 41 (d. J=4. 9Hz, 
1H) , 7. 0 9-7. 15 (m, 4H) , 7. 3 7 (s, 1H) , 7. 3 9 
(s, 1H), 7. 42 (d, J=8. 5Hz, 2 H) , 7. 55 (s, 1 H) , 

7. 61 (s, 1H), 7. 72 (s, 1 H) , 8. 44 (d, J=5. 5Hz, 
1H) 
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MbMJftl (FD-MS, m/z) : 4 6 3 (M + ) ,4 6 5 (M + + 2) 

wm2 0 8 

N- (3-7;;-4-^a7 J :-^) -1ST - {4- [ (6, h 
*i/-4-*/'J;l) :fr*->3 »7U7 (2 4 4) 

N - (4-^od-3--Fp7x-;I/) -N' - {4- [ (6, 7-vM h 
*i/-A-*J*))V) 7x-;H ^UT (lOOrag) ^^dd^M 

/*9J-)Wk (5m 1/1 5ml /3ml) iwfcfPU h 'J * A 
(3 5 8mg) £fln;L* 6 0°CICT2 0^P4J*^Lfc o * u o 2 IHHitb 

&£S£U il^^DD i j>;l,A/7-bh> (10/1) "MRWS^'Jrty;!, 
*5A^D7 h/77>f -K**)ttl!lU IiOlt^3 9mg, JRS£4 1% 

1 H-NMR (DMSO-dg. 5 0 0MHz) : £3. 94 (s, 3 H) , 
3. 9 5 (s, 3H) , 5. 3 0 (brs, 1 H) . 6. 4 5 (d, J = 
5. 5 H z, 1 H) , 6. 6 4 (m, 1 H) . 7. 0 2 (m. 1 H) , 7. 0 6 
(d, J = 8. 6Hz, 1H), 7. 20 (d, J=9. 2Hz, 2 H) , 

7. 39 (s, 1H), 7. 52 (s, 1 H) , 7. 57 (d, J=8. 6Hz, 
2H). 8. 47 (d, J=4. 9Hz, 1 H) . 8. 56 (s, 1 H) , 

8. 73 (s, 1H) 

MS##tM (FD-MS, m/z) :4 65 (M + +l) 
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1 7 7 

21*6002 0 9 

N- (3-y h^y^Db°;b) — N' - {4- [ (6, 7-?y h*->-4- 
*7U;U) j^vj 7x-;U} -)l/7 (2 4 5) 

6, 7- : J* h*«>-4- (4-7;;7x; + y) *>'J > (5 lmg) £ 
h;ux> (5ml) icfln«8?U Mx?-;ur~> (lmi) £tra*.*:'<gu h 
•J7*xy> (54mg) £Jq;U 2#MflDJIMKlELrt:o RK5ttlw3-y 

b°;l/T ^ > (0. 0 5ml) *Jd;U 1 2ft®tia%Mmifco EXfflL\z9m 

*;UA/y-fe|>> (10/1) ^Jg^S^UrtWrtvA^nv h/77-f - 

1 H-NMR (CDC 1 3> 5 0 0MHz) : 8 1. 8 2 (m, 2H) , 
3. 3 1 (s, 3H), 3. 39 (m, 2 H) , 3. 50 (t, J=4. 5Hz, 
2H), 4. 03 (s, 3H), 4. 04 (s, 3 H) , 5. 65 (brs, 
1H), 6. 44 (d. J=4. 9Hz, 1 H) , 7. 10 (d, J=8. 7H 
z, 2H) , 7. 4 1-7. 5 5 (m, 4H) , 7. 5 5 (s, 1 H) , 
8. 4 6 (d, J =5. 5Hz, 1 H) 

@*77«fM (FD-MS, m/z) :411 (M + ) 

H»J2 10 

N- (2-y Hr->xf-;lQ -N / - {4- [ (6> 7-vM h^>-4-* 
7U;U) 7x-M frl/T (2 4 6) 

6, 7-y^ + ->-4- (4-7;;7x; + -» > (5 2mg) £ 

h;l/jc> (5ml) lcfln&&fl¥U Mx^;U7$ > (1ml) ^JoiLfc^ h 

'i7txy> (54m g ) 3&mijamMmLtio frames-* h*«> 
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3-*)lTi> (0. 0 5ml) £Jd*.. 8AmijamMMltz 0 RJBttfcflat**' 

#U ^tKSKK^- h ^AT-iaiLfco «ET*JK£e*U Hit** on** 
A/T4?h> (10/1) TJg^1-S-> , >l^>7 i ;b^7A^ov iy??4-\z& 
OffSSiU M©ft^te*6 3mg. JR$9 l%^fc c 

1 H-NMR (CDC 1 3 , 5 00MHz) :<5 3. 3 6 (s, 3H), 
3. 36~3. 53 (m, 4 H) , 4. 03 (s. 3H), 4. 03 (s, 3H) 
, 5. 81 (brs, 1H), 6. 43 (d, J=5. 5Hz, 1 H) , 
7. 87 (d, J=8. 5Hz, 2H) , 7. 40 (s, 1 H) , 7. 45 (d, 
J =9. 2 Hz, 2H) . 7. 5 5 (s, 1 H) , 7. 9 2 (s. 1 H) . 8. 
45 (d, J=4. 9Hz, 1H) 

(FAB-MS, m/z) :3 9 8 (M + +l) 

01*092 1 1 

N- {4- [ (6, l-V* h*->-4-*7 'J;U) 7x-;H - 

N' - (2-fc°U ^;Uy f-*) frb7 (247) 

6, l-'J/ h + v-4- (4-7;;7x; + '» +>"J y (5 2mg) £ 
H*x> (5ml) U:ftM**f*U h'Jxf;l,7;> (1ml) £Sn;L*:&. h 
'J7tX7-*> (54mg) £7JD;U 2 ^MAllNtil% I tz 0 2 - h" U 5? * 

/f-*7$ > (0. 0 5ml) 1 2#HflDlMR!lELfco £fc&K&&7R 

*A/7-bh> (10/1) -eJg^-r^v/'J^y^^^A^OT h^77-f -II 
1 H-NMR (CDC 1 Q , 5 0 0MHz) :54. 00 (s, 3H), 



r 
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4. 01 (s, 3H), 4. 58 (d. J=5. 5Hz, 2H) , 6. 39 (d. 
J =5. 5Hz. 1H), 6. 6 6 (m, 1 H) , 7. 0 5 (d, J =9. 2H 
z, 2H) . 7. 18 (m, 1 H) , 7. 34 (d. J = 7. 9Hz, 1 H) , 
7. 39 (s, 1H), 7. 45 (d, J=9. 2Hz, 2H), 7. 54 (s, 
1 H) , 7. 6 6 (m, 1H) , 8. 4 0 (b r s, 1 H) , 8. 4 3 (d, J 
= 5. 5Hz, 1H), 8. 47 (d, J=4. 9Hz, 1 H) 
(FD-MS, m/z) :4 3 0 (M + ) 

H»J2 12 

N- [(4-fert -^f ;l>7x_;l/) * *)V] -N' - {4 - [ (6, 7 
-V* V* : s-A-*JV)l) 7x^1/} (2 4 8) 

6. 7-^ h + i/-4- (4-T$y7x/ + v/) (50mg) £ 

hJl^> (5ml) izmmfeW U h>)^1-Jl7i> (1ml) ZlBz.tz'&^ h 
•J7**>f> (5 5mg) fcjn*.* 2»iSlLfc 0 Kfcttfc (4 - t e r 
t-7-W7x_jW yf-;b7^> (0. 0 5ml) £Jd;U 1 2^P B ^nl^S«t 

*U gM£?na*;UA/7-fe h> (10/1) TSBB^S •> U A 

*H-NMR (CDC 1 3 , 5 0 0MHz) : 5 3. 9 9 (s, 3 H) , 
4. 01 (s, 3H), 4. 3 8 (d, J =5. 5 Hz, 1 H) . 5. 8 1 (b 
r s, 1H) , 6. 3 8 (d, J =4. 9Hz, 1H), 7. 0 2 (d, J = 
9. 2 Hz, 2H) , 7. 2 0-7. 4 0 (m, 7 H) , 7. 5 2 (s, 1 H) , 
7. 64 (s, 1H), 8. 40 (d, J=5. 5Hz, 1 H) 
IC*#tFHI (FD-MS, m/z) : 485 (M + ) 

i 
r 
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H»J2 1 3 

N- {4- [(6, 7-^^->-4-^'J^) 7x-;U} - 

N' - frU7 (2 4 9) 

6, t*i/-4- (4-7;;7x;4-» > (52mg) * 

h;Ui> (5ml) JCJjn&7§&?U hllxf-;U7$> (1ml) *jD;Lfc8U h 
'J7*xf> (5 6mg) £fln;i N 2#IHttniaBIELfco RJCttlw3 - £ »J VA, 
/TJl7i> (0. 05ml) £flD;L. 1 2 ^mUDlMSflE Lfc 0 RiSttlciftifcK 

;bi*/7-feh> (10/1) •eM^-r^^'J^^^^A^D^ -JC 

X H-NMR (DMSO-dg, 5 0 0MHz) :53. 93 (s, 3H), 
3. 94 (s, 3H), 4. 34 (d, J=5. 5Hz, 2H), 6. 40 (d, 
J=4. 9Hz, 1H), 6. 72 (t, J=6. 1Hz, 1H), 7. 12 

(d, J=9. 2Hz, 2H). 7. 35 (m, 1 H) , 7. 37 (s, 1 H) , 
7. 50 (s, 1H), 7. 53 (d, J = 9. 2Hz, 2H) , 7. 72 (d, 
J=7. 9Hz, 1H), 8. 4 3-8. 4 6 (m, 2H), 8. 53 (s, 1 
H) , 8. 7 3 (s, 1 H) 

SS##HI (FD-MS, m/z) :4 3 0 (M + ) 

HWJ2 1 4 

n- {4- [ (6, 7-s?y h*->-4-*y *i±3 Z^3ikl ~ 

N' - (4_ =L e£j£A2Lf2k) ^ l/T (2 5 0) 

6, 7-i^y h*->-4- (4-7U7x^i/) +y U> (5 2mg) £ 
hJl^y (5ml) IcftaMgffiU h'Jxf-^T$> (1ml) ^lBz.fz^ h 
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<)7*XY> (53mg) 2 ANMlMMM I fco &J&mz 4 - t° U i?>l 

/ 1-JI7 i > (0. 0 5ml) £jf)D*_ N 1 2#H*JD*liffiftLrt:o Riftfclw&ifek 

mi, MTimmi- b U ^A«L/c 0 ttET»!i£S*U SS*I£* up* 
;UA/7H? h> (1 0/1) T8»*S'>y rtWa^A^n-? h^7-( -fc' 

X H-NMR (CDClg, 500 MHz) : 5 4. 01 (s, 3H), 
4. 03 (s, 3H), 4. 43 (d, J = 5. 5Hz, 2H), 5. 97 (m. 
1H), 6. 40 (d, J=5. 5Hz, 1 H) , 7. 08 (d, J=9. 2H 
z, 2H), 7. 20 (d. J=5. 5Hz, 2H) , 7. 38 (s, 1 H) , 
7. 42 (d, J=8. 6Hz, 2H), 7. 54 (s. 1 H) . 7. 81 (s, 
1H), 8. 42 (d, J=5. 5Hz, 1 H) , 8. 49 (d, J = 6. 1H 
z, 2H) 

WmAVm (FD-MS, m/z) :4 3 0 (M + ) 
H»J2 1 5 

N- {4- [ (6, 7->7h^->-4-^'J^) *±jd ?*--M ~ 
N' - [ (4-^W;;7x~A/) yf^k] (2 5 1) 

6, 7-^ F + (4-7;;7x; + y) +y >J y (5 lmg) £ 

h;Ux> (5ml) Kftlfl&igJBU h'JxWi> (lml) fcjofcfcfk h 
'J 7*xy> (55mg) fcflniU 2»ii8ILto Rfcttlc (4-^>f 
^7;;7x-;b) ***7$> (104mg) £1d*.. 12»iMlfc 0 

SlilS-? h > (10/1) •eiPit5 , > l JAW7A^D7 
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*H-NMR (DMSO-dg, 500 MHz) : 6 2. 8 7 (s, 6H). 
3. 93 (s, 3H), 3. 94 (s, 3H). 4. 18 (d. J=5. 5Hz, 
2H) , 6. 4 0-6. 4 3 (m, 2H). 6. 70 (d, J = 9. 2Hz, 2 
H) , 7. 13 (d, J=8. 6Hz, 2H), 7. 14 (d, J =8. 6Hz, 
2H) , 7. 37 (s, 1H), 7. 51 (s. 1 H) , 7. 52 (d, J = 
9. 2Hz, 2H), 8. 44 (d, J=4. 9Hz, 1 H) , 8. 57 (s, 
1H) 

It^I (FD-MS, m/z) :4 7 2 (M + ) 

mmm2 1 6 

N— {4- [ (6, 7->M h*i/-4-*y jjjjO Or**/] - 
W - (3, S-V-Yuz> -7U7 (2 5 2) 

6, l-V* h*>>-4- (4-7i;7x; + -» +;>J> (5 4mg) £ 
bJl^y (5m 1) IcJn^^Lfc^x 3, 5-^-ho7x^Kvm- 
r (8 1mg) ^trax.. 20fttimimm.Ltz o lJ£j»7ontw^/7t 
h> (1 0/1) «n->'J*W5A^D7 -l::<k<9*li$!iU 
%m<D4k&®Z 5 3 m g . JR$ 5 7 %T'^/c 0 

1 H-NMR (DMSO-dg, 500 MHz) : 5 3. 94 (s. 3H), 
3. 95 (s, 3H), 6. 46 (d, J=4. 9Hz, 1 H) , 7. 24 (d, 
J = 9. 2 Hz, 2H) , 7. 39 (s, 1 H) . 7. 5 1 (s, 1 H) , 7. 
64 (d, J=8. 5Hz. 2H), 8. 42 (s. 1 H) . 8. 47 (d, J 
= 4. 9Hz. 1H), 8. 77 (s, 1 H) . 8. 77 (s, 1 H) . 9. 2 
1 (s, 1H) , 9. 7 3 (s. 1H) 

M#«fM (FD-MS, m/z) :5 0 6 (M + + l) 
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N — (i/9a<\*i/M -N' - {4- [(6, 7-97 h^->-4-^yj 
)V) *±*2 Z±=M (2 5 3) 

6, l- : Jt b*i/-4- (4-7iy7x; + y) 'J > (2 0 Omg) 
%Y)\,x.y (5ml) (Cjfja&jgJgLkgU 9?D^Wvm-h 
(3 4 Omg) £Jq;U 8 0-9 OtT-3 OOT^DlSftJt^Lfco RlCftfc***! 

•>AT?|g»Lfeo ttET*IK£f?*U gat*^DD^UA/7-feh> (10/ 

«J*2 1 Omg. JR357 4%-e^fco 

1 H-NMR (CDC 1 3 . 5 0 0MHz) : 6 1. 11-1. 22 (m, 2 
H) , 1. 3 4-1. 4 6 (m, 2H), 1. 5 6-1. 66 (m, 2H). 

1. 6 8-1. 7 8 (m, 2H), 1. 96-2. 0 5 (m, 2H), 3. 64 
-3. 73 (m, 1H), 4. 05 (s, 6 H) , 4. 58 (d, J = 7. 9H 
z, 1H), 6. 36 (s, 1H), 6. 46 (d, J=4. 9Hz, 1 H) , 
7. 13 (d, J=8. 6Hz, 2H), 7. 42 (d. J=8. 6Hz, 2H) 

\ 7. 42 (s, 1H), 7. 56 (s, 1 H) , 8. 48 (d, J=4. 9H 

2, 1H) 

OT#fFflI (FD-MS, m/z) :42 1 (M + ) 

mmm2 1 8 

N- (3. 4-v?7;^Q7x-;b) -N' - {4- [ (6, 

^-^->3 7 01/7 (2 5 4) 

6, 7-vVh + y-4- (4 -7$ 7 7x7 > (5 Omg) £ 

h^x> (5ml) icMfg/SU hUi^;U7$> (1ml) *Jn*.fcaU h 
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'J7^xy> (55mg) Zljax.. Zftnmil&MWLLtZo Rfo&iz3, 4->'7 

^□7-'j> (6 6m g ) zmz.^ 2 0ft®mm&MLiz o ^miz^m^m 

A/7-trh> (10/1) «t5y'J*7-"^7A?D7h/77^ -fc* 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5.4. 03 (s, 3 H) . 
4. 0 6 (s, 3H) , 6. 4 5 (d, J =5. 5 Hz. 1 H) , 6. 9 6- 

7. 0 2 (m, 1H), 7. 0 2-7. 10 (m, 1H); 7. 11 (d, J = 

8. 5Hz, 2H), 7. 41-7. 45 (m. 2H), 7. 48 (d, J = 
8. 6Hz, 2H), 7. 58 (s, 1 H) . 7. 72 (s, 1 H) , 7. 74 
(s. 1H), 8. 44 (d, J=5. 5Hz, 1 H) 

ffS##r4I (FD-MS, m/z) :451 (M + ) 

HWJ2 1 9 

N- (2, 4, 5-h'J7^D7x-;b) -N' - {4- [ (6, 7 - >>V 
h^v-4-^y'J^) *±i/} 7x-i) 7 1/7 (2 5 5) 

6, 7-->V r*->-4- (4-7;y7 i y^-» +/U> (5 Omg) £ 
h;Ui> (5ml) lwjDf»»«PLx h'JxW^> (1ml) £2)0*.*:^ h 
"J 7 *Xf> (5 5mg) £SD;L. 3»illLto RJ&&K2, 4, 5- 
F'J7;^D7-'J> (7 5mg) Ztiaz.^ 2 0»««L/: o Kfomiz&i 

□ t>W7th> (10/1) T'®^1--5v"j77y>»U77 5A^nv h^7>f 
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H — NMR (DMSO-dg, 5 00MHz) :<53. 94 (s, 3 H) , 
3. 95 (s, 3H), 6. 45 (d. J=5. 5Hz, 1 H) , 7. 24 (d, 
J=8. 6Hz, 2H), 7. 40 (s, 1 H) , 7. 52 (s, 1H), 

7. 59 (d, J = 8. 6Hz, 2H) , 7. 62-7. 70 (m. 1 H) , 

8. 17~8. 25 (m, 1 H) , 8. 48 (d. J=4. 9Hz, 1 H) , 
8. 7 6 (s, 1H) , 9. 2 3 (s, 1 H) 

«*##HI (FD-MS, m/z) : 4 6 9 (M + ) 

^5fe^J2 2 0 

N- (2, 4, 6-h'J7;l/tD7x-;l/) — N' - {4- [ (6, 7-?/ 
h^^-4-^7U;U) *±jA (2 5 6) 

6, 7-e^y h+^>-4- (4-75;7x;*-» *;y>(5 0og)* 

b^x> (5ml) |:JDM U M^;U7$> (1ml) £flD*.fc&. h 
'J7tx^> (55mg) £Jd;U 3»«U:o rai:2, 4, 6- 
h'j7MD7-'J> ( 7 5 m g ) ^Jn^. 2 0 #P B m*&l$ft L tz 0 SJfc&t^ 

n*;UA/7-trh> (10/1) Tiit 5 •> 'J * f A* 7 A ^ u 7 h ^'5 7 ^ 

* H — NMR (DMSO-dg, 5 0 0MHz) : <5 3. 9 4 (s, 3 H) , 
3. 95 (s, 3H), 6. 43 (d, J=5. 5Hz, 1 H) , 7. 20 (d, 
J=8. 6Hz, 2H), 7. 29 (t. J=8. 6Hz, 2 H) , 7. 39 
(s, 1H), 7. 52 (s, 1H), 7. 58 (d. J=8. 6Hz, 2H) , 
8. 07 (s, 1H), 8. 46 (d, J=5. 5Hz, 1 H) , 9. 14 (s. 
1H) 
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®fi##Ht (FD-MS, m/z) :4 6 9 (M + ) 

nmm2 2 i 

N- (2, 3, 4- Ml7;M-Q7x-;t/) -N' -{4- [(6, 7-v>V 
h^->-4-^yu>>u) 7x-;U} 7U7 (2 5 7) 

6, 7-vM b*->-4- (4-7;/7x; + y) +7'J> (5 Omg) £ 
(5ml) Kjfjnj&T&a? U Mli^7^> (1ml) *m?Ltz'&^ Y 
V7*xY> (5 5mg) 3^Sn^SottL^ 0 S^lc2, 3. 4- 

h'j7Mo7-'i> (75m g ) 2 0ftmmmMmiti o Ki&mzm 

u*;l,A/7-t? h > (10/1) T®^-5>'J^y;U^5A^o^ h^^^^f 
-KJ^ftSUU iI«M18rag, iR$2 3%-e'^^o 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 53. 94 (s, 3 H) , 
3. 95 (s, 3H), 6. 44 (d, J=4. 9Hz, 1H), 7. 23 (d, 
J =8. 6 Hz, 2H) , 7. 2 5-7. 3 3 (m, 1H), 7. 39 (s, 1 
H) , 7. 52 (s, 1H), 7. 59 (d, J=8. 6Hz, 2H), 

7. 85-7. 92 (m. 1 H) , 8. 47 (d, J=5. 5Hz, 1H), 

8. 7 3 (s, 1H) , 9. 2 1 (s, 1 H) 
li^KFD-MS, m/z) :4 6 9 (M + ) 

mmm 222 

N - (2, 5->M h*i/7x-;b) -N' - (4- [ (6, 
-4-*yj;U) 7x-;b} 7 1/7 (2 5 8) 

6, h + ->-4- (4-7S ^x^i/) +>"J > (56mg) 
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hJl^> (5ml) izmmmu MJxf-^7 5> (lml) *Mz.ti'& b 
>)7*X?> (6 6mg) ZmiL, 3&r$m%MMLtz 0 £fS&K2, 5-^ 
h + >7-U y (1 0 2mg) £jfJD;U 1 0^»DMil^L3to Rfc&K^* 

;UA/y-t?h> (10/1) TMit^->'J W*7A?n7h^77^f-t: 
<fc9mi!!U ^jg<D<t&#j£8 lmg. JR^9 0%Tl#fco 

! H-NMR (CDC 1 3 . 500 MHz) : S3. 68 (s, 3H), 
3. 78 (s, 3H). 4. 02 (s, 3H) , 4. 05 (s, 3H), 

6. 46 (d, J=5. 5Hz, 1 H) , 6. 53 (dd, J = 3. 1, 8. 5 
Hz, 1H), 6. 76 (d, J=9. 2Hz, 1 H) , 7. 13 (d. J = 
9. 2Hz, 2H) , 7. 43 (s, 1 H) , 7. 52 (d, J=9. 2Hz, 
2H) , 7. 55 (s, 1H), 7. 57 (s, 1 H) , 7. 78 (s, 1 H) , 

7. 91 (d, J=3. 1Hz, 1H), 8. 49 (d, J=4. 9Hz, 1 H) 

nm&mm cfd-ms. m/z) :4 7 5 (m + ) 

fH»12 2 3 

N — (3, 5-^ h4-^:7^-;l/) — N' - {4- [ (6, h*-> 
-4-*yj;U) y^-)l] frl/7 (2 5 9) 

6, 7-v^ h*>-4- (4-7$ y 7jcy + » (5 3mg) £ 

VJlJcy (5ml) ICjDlftj»»Lx h'Jxf-;l,7$> (lml) ^tsa^fz'^ h 
(1 Olmg) £fln;L. 4»HIJll3IWB«ELfco SJSttfc3, 5-v 
> h^>7-'J> (6 2mg) £Jd*.^ 13^JD^aML^ 0 KJEfcfcRIfeK 
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;bA/r-feh> (10/1) -eJg^-r^^'J^W^^A^Dv -\z 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : <5 3. 7 3 (s, 6 H) , 
4. 0 0 (s, 3H) . 4. 0 3 (s, 3 H) , 6. 18 (s, 1 H) , 

6. 42 (d, J=5. 5Hz, 1H), 6. 60 (s, 1 H) , 6. 60 (s, 
1H), 7. 09 (d, J=8. 6Hz, 2H), 7. 40 (s, 1 H) , 

7. 45 (d, J=8. 6Hz, 2 H) , 7. 56 (s. 1 H) , 7. 68 (s, 
1H), 7. 85 (s, 1H), 8. 45 (d, J=5. 5Hz, 1 H) 

mmftftm (ED-MS, m/z) :47 5 (M + ) 

HWJ2 2 4 

N- (2, 3-^7^n7x-i) -N' - {4- [ (6, 7-^V h*-> 
-4-*y'J;l/) ;f*->] 7x-;H frl^y (2 6 0) 

6, l-'J* b*i/-4- (4-7;;7x; + -» +7 U > (5 Omg) £ 
h;Ux.> (5ml) KjD»iSf«PL^ h'JiW;> (1ml) *UQA.tz'&^ h 

•j7*xy> (5 5mg) 3£r$mm&MLtz 0 m.mm\z2, 3-^7 

Md7-'J> (51ml) Ztiax.. 2 0#&gjJD&3fttl*:o -Kfc&tcgt&TK^ 

A/7-t?h> (1 0/1) TrMEitS^UrtWrt^A^Dv -Idj; 

1 H-NMR (DMSO-d g, 500MHz) : <5 3. 94 (s, 3H), 
3. 95 (s, 3H), 6. 45 (d, J=4. 9Hz, 1 H) . 7. 02- 
7. 0 8 (m, 1H), 7. 1 1-7. 1 9 (m, 1 H) , 7. 2 3 (d, J = 
9. 2Hz. 2H). 7. 39 (s, 1 H) . 7. 52 (s. 1H), 7. 59 
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(d, J=9. 2Hz, 2H), 7. 9 4-7. 9 9 (m, 1 H) , 8. 47 
(d. J=4. 9Hz. 1H), 8. 78 (s. 1 H) , 9. 25 (s, 1 H) 
H&ftWtfUL (FD-MS, m/z) :45 1 (M + ) 

HJS0J2 2 5 

N- (3, 5-;7^to7x^) -N' - {4- [ (6, l-itt h*is 
-A-*J 7*-)l) <7VT (2 6 1) 

6, 7-vM h*->-4- (4-7i;7x;+-» +y U > (5 0mg) £ 
(5ml) lCflD&jg&?U h'Jif-;t/7^> (1ml) £7jD/L*:& x h 
'J7*xf> (55mg) £fln;i. 35}P H 1SDl^l^L/Co KJS&IC3, 5-y'7 
Wo7-'J> (6 6 rag) £2)0*.. 2 0»«Lfc o R^C^tK^ 

A/7H?h> (10/1) •eJBga-rSfU*y^*7A^n-7 -KJ; 
19 flffi! U mm<Dit&®l$: 4 9 m g x JRip 6 4 %TWc 0 

1 H-NMR (DMSO-d 6 , 500MHz) :<53. 94 (s, 3 H) , 
3. 95 (s, 3H), 6. 45 (d, J=4. 9Hz, 1 H) , 6. 7 5- 
6. 83 (m. 1H), 7. 16-7. 26 (m, 4 H) , 7. 39 (s, 1 H) 
, 7. 5 2 (s, 1H) , 7. 5 9 (d. J =8. 6H z, 2 H) . 8. 4 7 

(d. J=4. 9Hz, 1H). 8. 99 (s, 1 H) . 9. 12 (s, 1 H) 

!Sft#tfT<I (FD-MS, m/z) :45 1 (M + ) 
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mmm2 2 6 

N — (2, 3, 6-hU7^tD7x^) — N' - {4- [(6, 7->V 
h^y-4-^; i J^)tt->] 7x.=.;U} 7 1/7 (2 6 2) 

6, h*->-4- (4-7;;7x; + y) */ >J > (5 0mg) £ 

h;UJi> (5ml) KfflNfflFJBU h'ixf^7;> (1ml) £Jo;ifcSL h 
U 7txy> (5 5mg) fcjn*.* 3 ^HM&jB&fE Lfc 0 Kfefclz 2, 3, 6- 
h U 7;Wa7-'J > (5 3m 1 ) £fln;U 2 OOTMMLfco 

a*;bA/T-fe h> (10/1) tSSSti^'J*^*?/.^? h^77^ 
-K«fc*>«SlU SHO<b^fe*3 Omg. iR^3 8?6T»fco 

1 H-NMR (DMSO-dg, 500MHz) : <5 3. 9 3 (s, 3 H) , 
3. 94 (s, 3H), 6. 44 (d, J=5. 5Hz, 1 H) , 7. 15- 
7. 2 5 (m. 3H) , 7. 3 3~7. 4 4 (m. 2H) . 7. 5 2 (s, 1 H) 
, 7. 59 (d, J=8. 6Hz, 2H), 8. 41 (s, 1 H) , 8. 46 
(d, J =4. 9Hz, 1H) , 9. 18 (s, 1 H) 
KftfrtfHI (FD-MS, m/z) :4 69 (M + ) 

^J&^J 2 2 7 

N- (2, 6-^7^a7x-;b) -N / - {4- [ (6, 7- : J* h*v 
-4-^yj;b) 7^-;U} -7U7 (2 6 3) 

6, 7-i?/ h*v-4- (4-7;;7x; + -» +;>J> (5 Omg) £ 
h;I/x> (5ml) Kfln&r£#?Lfc&. 2, 6-/7Wo7x-Mvm 
-h (10 4mg) £Jn;U 3 0#rajD*^Lfco 0rmLTtfc&&£«ftU 
h ;Ui >T25fe*"T £ C <hic«k t) mm<Oit£i*toZ 5 7 m g . 7 4 %T-*#*: 0 
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H — NMR (DMSO-dg, 500 MHz) -.6 3. 94 (s, 3H), 
3. 95 (s, 3H), 6. 44 (d, J = 4. 9Hz, 1 H) . 7. 13- 
7. 25 (m, 4H) , 7. 2 8-7. 38 (m, 1 H) , 7. 3 9 (s, 1 H) 
, 7. 52 (s, 1H), 7. 59 (d, J=9. 2Hz, 2H) , 8. 15 
(s, 1H), 8. 46 (d, J=5. 5Hz, 1H), 9. 09 (s, 1 H) 
mm&ffim (ED-MS, m/z) :45 1 (M + ) 

Hife^J2 2 8 

N- [2, 5-E'X (h'j7^tn^f^) 7x^b] — N' - {4- [(6, 
7-^>F^'>-4-^;'J^)t^->] 7x-^) frU7 (2 6 4) 

6, l-'J* h*->-4- (4-7;;7x;^y) +y U > (5 Omg) £ 
h;bx> (5ml) iZlJQimmL, h*)^1-J\<Ti> (1ml) ^riD^/c^ h 
(55mg) ^-Sdx. n 3^S0l^S^Lfco SlE^2, 5-tfX 
(h'j7;btn^f^) 7-U> (7 9ml) £&n;l> 2 O^flD&igafcLfco 
Slfc&lc&gfck^ h 'J ^A^&SrJ&D^ #&i?-^T2®ttajLfc&WJSUI 

DDi^M/T-b h > (10/1) TJg§i§-r£-> 1 J#^l'*7 5A?nv 
^77-( -{CctOffiKU »it^3 0mg^ JR^3 2%T-^fc 0 

* H — NMR (DMSO-dg, 5 0 0MHz) : 5 3. 9 4 (s, 3H) , 
3. 95 (s, 3H) f 6. 45 (d, J=4. 9Hz, 1 H) , 7. 24 (d, 
J=9. 2Hz, 2H), 7. 40 (s, 1 H) , 7. 52 (s, 1H), 

7. 6 0-7. 66 (m, 3 H) . 7. 95 (d, J=7. 9Hz, 1 H) , 

8. 38 (s, 1H). 8. 4 6-8. 52 (m, 2H), 9. 70 (s, 1 H) 
Rt^lffi (FD-MS, m/z) :551 (M + ) 
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mmm22 9 

N- (2, 4-->V h^->7xxjl/) -N' - {4- [ (6, 7-vV h*-> 
-4-^;'J;l/) *jr±] 7i^) frl/7 (2 6 5) 

6, 7-*V N + (4-7;;7x; + >') +yj > (5 lmg) £ 

(5ml) Kta^mmU h 'Jif;l/7i > (1ml) £fln*.fc&, h 
'J7*xy> (7 2mg) £fln;U 3 ^tai^SE L fc 0 Kf£&tc2, 4-v>V 
h*5/7-U> (6 0mg) *HDi N 1 1 ^Bffita«liB«E L fc B RJSftlw&gtek* 

A/7-trl>> (1 0/1) T-Jg^-TS^U^y^^^A^DT h^77^r -lc«fc 

1 H-NMR (CDC1 3> 500 MHz) : 5 3. 74 (s. 3H), 
3. 80 (s, 3H), 4. 03 (s, 3H), 4. 05 (s, 3 H) , 

6. 44-6. 51 (m, 3 H) , 7. 06 (s, 1 H) , 7. 12 (d, J = 
9. 2Hz, 2H), 7. 43 (s, 1 H) , 7. 49-7. 51 (m, 3H), 

7. 57 (s, 1H), 7. 86 (d, J=8. 6Hz, 1 H) , 8. 48 (d, 
J=5. 5Hz, 1H) 

Si^rlffl (FD-MS, m/z) :4 7 5 (M + ) 

fUfe0iJ2 3O 

N — (2-^nn7x-;l) — N' - {4- [ (6, l-'J* h*»>-4-4 
JV)V) *±y\ 2*=M (2 6 6) 

6, H4-S/-4- (4-7;/7x; + -» *>"J> (5 2mg) £ 

h;Ux> (5ml) lcjDM^»Lfc^> 2-?DD7x-Mvm-h 
( 0 . 0 5ml) Ztiaz.^ 3 0 #R3;Dl]&£&lE t tz 0 RitSSWfc* * a o *;UA/7 
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-t? h>.(l 0/1) T~mmi-Zi/ i )*¥A<iJ7-l*?a-?hy774 -tz£tr>ffiM 
U SSOjfc^6 4rag, JR^8 l%-e'f#fc c 

1 H-NMR (CDClg, 5 00MHz) :<54. 01 (s, 3H). 
4. 05 (s, 3H), 6. 46 (d, J = 4. 9Hz, 1 H) , 6. 98 (d 
d, J=7. 3, 7. 9Hz, 1H), 7. 14 (d, J=8. 6Hz, 2 H) , 
7. 26 (dd, J=7. 3, 7. 9Hz, 1 H) , 7. 31 (d, J=7. 9 
Hz, 1H), 7. 43 (s, 1H), 7. 52 (d, J=9. 2Hz, 2 H) , 
7. 57 (s, 1H), 7. 57 (s, 1 H) , 8. 24 (d, J=7. 9Hz, 
1H), 8. 37 (s, 1H), 8. 50 (d, J=5. 5Hz, 1 H) 

Hftfttfal (FD-MS, m/z) :4 4 9 (M + ) , 45 1 (M + +2) 

N- (3-^po7x-^) -N' - {4- [ (6, 7-->V h*^-4-* 
7'J;l/) 7x-;b) frU7 (2 6 7) 

6, r*>-4- (4-7;y7x; + y) U > (52mg) £ 

h;Uji> (5ml) izUammmtt:^ 2-^oD7x^Kvm- h 
( 0 . 0 5ml) Zfia^ 3 0 ^gUDM9dK L fz 0 R&mm* >ruu 
■fe h> (1 0/1) T'Jg^Sv/'J^^^^A^DV h^57>f - 
U ^S<ZMb&#l£7 2mg. iR^9 3%T^fc c 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 3. 98 (s, 3 H) , 
4. 0 3 (s, 3H) , 6. 4 1 (d, J = 4. 9 Hz, 1 H) , 6. 9 9 (d, 
J =7. 9 Hz, 1H) , 7. 0 9 (d, J =8. 5 Hz, 2 H) , 7. 16 
(dd, J = 7. 9Hz, 7. 9Hz, 1 H) , 7. 23 (d, J=8. 6Hz, 
1H) , 7. 3 8 (s, 1H) , 7. 4 2-7. 4 4 (m, 3 H) , 7. 5 6 
(s, 1H), 8. 13 (s. 1H), 8. 14 (s. 1 H) , 8. 44 (d. 
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J=5. 5Hz. 1H) 
KftfttfHfi (FD-MS, m/z) :44 9 (M + ) , 451 (M + +2) 

ft»J2 3 2 

N- (2, 3->M h4->7x^) -N / - {4- [ (6, 1_^2J_±*± 
.6, 7-;n + y-4- (4-7^7xy + y) 4-y U > (5 2mg) £ 

h;bx> (5mi) izmmmmu bu^;u7^> cimo h 

U7*x>f> (7 4mg) ^tex 3OT»0iiil^L^o SfE»:2, 3-v>7 
h + v/T-U> (0. 0 5ml) £}JD;U 1 IfiffllJQl&MMLtZo 
tK^ h U *AtK?§&£Jd;U ^gSx^;UT-2lH]ffliiiL/c^W«^^fiafi]^7K 

*;l/A/y-t?h> (10/1) T'Jg§ai--5i/U^y^^77A^av h?'-?^ - 
(w<t|9^U SJS©{l;&$l£8 3mg, JR^l 0 0%Tlt^ o 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : <5 3. 7 2 (s, 3 H) , 
3. 84 (s, 3H), 4. 02 (s, 3H), 4. 05 (s, 3 H) , 

6. 46 (d, J=5. 5Hz, 1 H) . 6. 62 (d, J=7. 9Hz, 1 H) 
, 7. 05 (dd, J = 8. 5, 8. 5Hz, 1 H) , 7. 13 (d. J = 

9. 2Hz, 2H), 7. 43 (s, 1 H) , 7. 54 (d, J=8. 6Hz, 
2H), 7. 58 (s, 1H), 7. 85 (d, J=8. 6Hz, 1 H) , 

7. 88 (s, 1H), 8. 27 (s, 1 H) , 8. 50 (d, J=5. 5Hz, 
1H) 

n&fimm cfd-ms, m / Z ) =475 (m + ) 
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N— (4-b Kn*->7^->H0 — N' - {4- [ (6, 7-vV h*i/-4 
-*JV)V) tl->] 7x-i) (2 6 9) 

N- (4-'<>W+v'7i^) — N' - {4- [ (6. 7->V h + v 
-4-^y'J^) 7x-^} >>U7 (2 2 8mg)£N, N-VJ^Jl 

*jlJ*7i K/ftRx*- ^ (15m 1/2 0ml) icjgjgU hUx^jU7^> 
(4ml) «rjDifc«> 2 0 v*-7 A (1. 1 8 g) ^J0^> 

x»BBSlTMt?l 5l$H«#Lfco Klfctt**^ h5i§U S&££ffiLfc 
SI^?DDW/7th> (19/1) T-jg^t^^'J^W^vA^ 
Pvh^7>f-{c«k»3|fS?U Sg©<b£« 1 8 8mg, iR^IOO^T^ 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 5 3. 98 (s, 3 H) , 
3. 99 (s, 3H) , 6. 60 (d, J = 5. 5Hz. 1 H) , 6. 6 8 (d. 
J=8. 6Hz, 2H), 7. 21 (d, J=8. 5Hz, 2 H) , 7. 22 

(d, J=8. 5Hz, 2H), 7. 47 (s, 1 H) , 7. 60 (d, J = 
9. 2Hz, 2H), 7. 61 (s, 1 H) , 8. 58 (s, 1H), 8. 59 

(s, 1H), 8. 98 (s, 1H), 9. 03 (s, 1 H) 

WmtoVrM (FD-MS, m/z) :4 31 (M + +l) 

H*fe#12 3 4 

N- (4-7-tr b^-'yy^-Jl) -N / - {4- [ (6, 7-vV h*->-4 
7*-M frU7 (2 7 0) 

N- (4-t Ko*S'7*.=Jl0 — N' - {4- [ (6. 7->M h + v-4 
-*/'J;U) **v/] 7x-jH ^1/7 (4 7mg) £1&<tH-U> (6ml) 
l=*«¥U h'JiW;> (2ml) £fl0X-*:&x (0. 5ml) * 



t 
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Smtfco MET*g$?£®£U il^?DD*W7th> (10/1) t- 

3 5mg^ Wm6 8%X''&tz 0 

1 H-NMR (CDClg, 500 MHz) : 6 2. 31 (s, 3H), 
4. 01 (s, 3H), 4. 04 (s, 3 H) , 6. 43 (d, J=5. 5Hz, 
1H), 7. 01 (d, J=8. 6Hz, 2 H) , 7. 11 (d, J=9. 2H 
z, 2H), 7. 26 (brs, 1 H) , 7. 32 (d, J=9. 2Hz, 2H) 
. 7. 4 0 (s, 1H) . 7. 4 5 (d, J =9. 2 Hz, 1 H) , 7. 5 6 
(s, 1H), 7. 56 (brs, 1 H) , 8. 46 (d, J=4. 9Hz, 1 
H) 

K*£*Ht (FD-MS, m/z) :4 7 3 (M + ) 
H»J2 3 5 

N- (3, 4, 5 - h U ^ ^->7x-^) -N / - {4- [ (6, 
h^->-4-^;'J;l/) 7x^1/} frb7 (2 7 1) 

6. 7-^^ h + i/-4- (4-7;/7x; + -» 4V U > (5 2mg) £ 
h;Ui> (5ml) hUif-^T5> (1ml) £}JD;L*:&. h 

U7*xy> (6 6mg) £fln;U 2£PtM&fS(tLfco 3, 4. 5- 

*V h + «>T-'J> (7 6mg) £ira;L. 1 9^Snl^l«tLfco 
TKfH^ h 'J ^ATKfc&fcJJO*., ^x^;i,T-2lHll4aiL/c^WaS^fiafD^7K 

*;UA/7-t? h- > (10/1) T'M§at Sv'Urty^^A^nv h^77>f- 
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H -NMR (CDC1 3 , 500 MHz) .6 3. 81 (s, 6H), 
3. 83 (s, 3H), 4. 02 (s, 3H), 4. 05 (s, 3H), 

6. 44 (d, J=4. 9Hz, 1 H) , 6. 69 (s, 2H), 7. 12 (d, 
J=9. 2Hz, 2H), 7. 41 (s, 1 H) , 7. 41 (b r s, 1H), 

7. 48 (d, J=8. 6Hz, 2H), 7. 57 (s, 1 H) , 7. 58 (s, 
1H) . 8. 47 (d. J=4. 9Hz, 1 H) 

KSatFfH (FD-MS, m/z) :5 0 5 (M + ) 

HJfe^J2 3 6 

N- (2, 4-^7^Q7i^) - N' - {4- [ (6, 7-OV 
-4-*yiW 7x-;H »7U7 (2 7 2) 

6, 7-v>V h*->-4- (4-7;;7x; + y) (lOOrag) 
£h;Ui> (10ml) fcllfl»*#Lfc&» 2, 4-v7;l/tn7x-;KVv/ 
T*-h (12 0ml) Ztiaz., 30&lfflaimmUzo «ftfjLTSfceS*«[ 
KU h^>7rz5fe^-r-5Cilc < i;»)^jg©{b^»l 2 8mg. JR$8 4%T 

1 H-NMR (DMSO-dg, 500 MHz) : 6 3. 94 (s, 3 H) , 
3. 95 (s, 3H), 6. 46 (d, J=4. 9Hz, 1 H) , 7. 0 3- 
7. 10 (m, 1H), 7. 22 (d, J=9. 2Hz, 2 H) , 7. 28- 
7. 35 (m, 1H), 7. 39 (s, 1 H) , 7. 52 (s, 1 H) , 

7. 59 (d, J=9. 2Hz, 2H), 8. 05-8. 12 (m. 1 H) , 

8. 4 7 (d, J =5. 5 Hz, 1H) , 8. 5 2 (s, 1 H) . 9. 15 (s, 
1H) 

«fi£#HI (FD-MS, m/z) :451 (M + ) 
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HWJ2 3 7 

N — (2, 5-^7^Q7x^) — N" - {4- [ (6, h*-> 
-4-*7ltJU) 7xr;H frU7 (2 7 3) 

6. 7-^h + >>-4- (4-7;;7x; + y) +;>j>(100mg) 
ZhJl*> (10ml) \zmimmitz'&^ 2. 5-^'7Wo7x^K7y 

T^-h (120ml) ^jta^.. 3 oftmmmmviitzo Vr&iTZtzmikzm 

|KU h;Ux>T^1--SC«i:(c < i:«5^jS©{b^^l 3 2mg. iR$8 7%T* 

1 H-NMR (DMSO-dg, 500 MHz) :<53. 94 (s, 3H), 
3. 95 (s, 3H), 6. 46 (d, J = 5. 5Hz, 1H), 6. 8 0~ 

6. 87 (m, 1H), 7. 23 (d, J=9. 2Hz, 2 H) , 7. 27- 

7. 33 (m, 1H) , 7. 40 (s, 1 H) , 7. 52 (s, 1 H) , 

7. 59 (d, J=8. 6Hz, 2H), 8. 03-8. 08 (m, 1 H) , 

8. 47 (d, 1=5. 5Hz, 1 H) , 8. 78 (s, 1 H) , 9. 27 (s, 
1H) 

S«##HS (FD-MS, m/z) :45 1 (M + ) 
HJ&W2 3 8 

N- (4-7;;-2-^ao7xz;l/) -N' - {4- [ (6, 7-v^ h 
**>-4-*/ U;l/) ±±j/] 7x-M frU7 (2 7 4) 

N- (4-?oD-3--hn7x-^) — N' - {4- C (6, 7-'J* h 
+ «>-4- + y<J^) 7x-;W -7P7 (15 0mg) ^^DDtwi/A 

/y^y-;U/7K (1 Oml/1 3ml /3ml) l;:j§A?U ^^"BliK^ h 'J -7 
A (5 0 1 nig) £*ID*.> 6 0tl:T5 O^it^L^o ? o o*;UA-?2!H]tt! 
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»»t£S£u nm^^uu^jvu/T^vy (lo/i) x-mmtzisvi]? 

1 H-NMR (DMSO-dg, 5 00MHz) : 8 3. 9 4 (s. 3 H) , 
3. 94 (s, 3H), 5. 14 (b r s, 2 H) , 6. 43 (d, J=4. 9 
Hz, 1H), 6. 51 (m, 1 H) , 6. 65 (d, J=2. 5Hz, 1 H) , 
7. 17 (d, J=9. 2Hz, 2H), 7. 38 (s, 1 H) , 7. 48 (d, 
J=8. 6Hz, 1H), 7. 51 (s, 1 H) , 7. 56 (d, J=8. 5H 
z, 2H), 7. 83 (s, 1H), 8. 45 (d, J=5. 5Hz, 1 H) , 
9. 10 (s, 1H) 
I1MKFD-MS, m/z) :4 64 (M + ) , 4 6 6 (M + + 2) 

HJS0I2 3 9 

N- {4- [ (6, Tjzll h*->-4-*yj;U) £±jS] 7x-;l/} - 
N' - [2 -J- h^>>»^-;l/7x-yb] frU'T (2 7 5) 

6, 7-vV h + v/-4- (4-7;;7xy + y) 'J > (1 0 Omg) 
£h;bi> (10ml) Kfln&&J5?U h>Jxf^7i> (1ml) £JniLfcSU 
hU^^xy^ (lOOmg) £fln;U 2»iS«[Lto KJfflftfcx*;!,- 
2-7;M>7x- h (8 4mg) £Jn;L. 2 «fPJjD«aBt L fc e KfofcKlfc 

u*)li*/T*Y> (10/1) ~C'&ffltZi'V* J f**7^?a^ 

1 H-NMR (DMSO-dg, 90MHz) .61. 37 (t. J=7Hz, 
3H), 3. 94 (s, 3H) , 3. 94 (s, 3 H) . 4. 38 (q, J=7 



WO 97/17329 



2 0 0 



PCT/JP96/03229 



Hz, 2H) , 6. 47 (d, J=5Hz. 1 H) ,' 7. 1~8. 1 (m, 9 H) 
, 8. 38 (d, J=9Hz, 1H), 8. 47 (d, J=5Hz, 1 H) , 
9. 92 (s, 1H), 10. 10 (s, 1H) 
JM£#?ffi (FD-MS, m/z) : 4 8 7 (M + ) 

nmm2 4 o 

N— (2-^ ±M^2-Zi=Jkl ~ N ' ~ {A ~ E h*->-4 
Z±Zl2k) 7x-;l/} (2 7 6) 

6, 7-i>V h + v^-4- (4-7;;7x; + -» *>"J > (1 3 lmg) 
*YA,3-y (13ml) Kfln*tfgJR U h'Jx^;U7^> (2. 6ml) 

MJ 7 * x Y > ( 1 5 2 m g ) & J|Q;U 2 ^HJnlfejS^ L tz Q 2 

-ji-jii-*7-*) y (o. iimi) ^jd^ 1 0ftmijamMtfLiiz o mm. 
Kemfrmi- h u 7 atk^^jd^-s ^nn^A-e2 Haiti Lfc&w&e^ts 

£?na*;UA/7-t? h> (4/1) T'MmtZ *s U iiffr*? A? 0-7 h ^5 
7>f-lcJ;l)»5IU SS©^^2 9m g> JR$ 1 4 K"eftfc 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) :<52. 50 (s, 3 H) , 
4. 00 (s, 3H), 4. 00 (s, 3H), 6. 51 (d, J=5. 5Hz, 
1H) , 7. 0 8-7. 15 (m, 1 H) , 7. 2 5-7. 3 5 (m, 3H) , 
7. 45 (s. 1H), 7. 48 (d, J=7. 9Hz. 1 H) , 7. 58 (s, 
1H), 7. 67 (d, J=8. 5Hz, 2H), 7. 99 (d, J=7. 9H 
z, 1H), 8. 24 (s, 1H), 8. 53 (d, J=5. 5Hz, 1H), 
9. 6 1 (s, 1 H) 

I1^1(FD-MS, m/z) :461 (M + ) 
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HWJ2 4 1 

N - [3, 5-b'T, (h'j7^tD/f^) 7i£jy — N' - {4- [(6, 
7-y7 h*->-4-*yj;l/) **f>3 frby (2 7 7) 

6, 7- h + S/-4- (4-7;;7x; + -» *>"J > (5 Omg) £ 
h;l,jc> (5ml) KUammmU HJx^;b7^> (1ml) £jD*.fc&. h 
i)y*Xf> (55mg) £Jn*, 3 ftmiBfmWL L fc 0 3 , 5 -fx 

(hU7^o^f;l.) 7-'J> (116mg) ^Jn^.. 2 O^to&iiaSELfco 
R^(c^g?7k^ h »j •7A7K^*»0^> B^x^T-2@?4iULfc&Wi8/i 

m^^DD^W7th> (lo/i) T-jg^-r 6->u ^y^^A^D^ 

^ H — NMR (DMSO-dg, 50 0MHz) : <5 3. 9 3 (s, 3 H) , 
3. 94 (s, 3H), 6. 45 (d, J=5. 5Hz, 1 H) , 7. 23 (d, 
J=9. 2Hz, 2H) , 7. 39 (s, 1 H) , 7. 51 (d, J=9. 2H 
z, 2H), 7. 62 (d, J=9. 2Hz, 2H), 7. 64 (s, 1 H) , 

8. 15 (s, J=5. 5Hz, 2H) , 9. 13 (s, 1 H) , 

9. 4 3 (s, 1 H) 

Kftfttffli (FD-MS, m/z) :551 (M + ) 

H»J2 4 2 

N- (3-^DP7 , nb°;t/) -N' - {4- [ (6, 7-i>/ h*v-4-* 
J U;IQ 7x^} fruy (2 7 8) 

6, 7-y>h + ->-4 - (4-7;;7x; + -» *y»J > (5 Omg) £ 
h;Ux> (5ml) KWmnL-. h'Jx^^T^^ (1ml) ^^.fc^ h 
U7*xy> (5 5mg) £2JD;U 3 ^tinlfeiS«t L fco Kft&l;: 3 - ? n o 7 
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nb';U7-'J> (6 6mg) £flD*. % 2 0&mamMML1z e RJCttlcftibJc* 

A/7-fch> (10/1) T-Jg§g-9 u 5v/'J^y;l/^5A^D-7h/77'f-(C e t 

1 H-NMR (DMSO-d 6 , 5 0 0MHz) :<51. 87-1. 9 4 (m, 
2H), 3. 20~3. 27 (m, 2H). 3. 69 (t, J = 6. 1Hz, 2 
H) . 3. 93 (s, 3H), 3. 94 (s, 3H), 6. 29 (t, J = 
6. 1Hz. 1H) , 6. 4 1 (d, J =5. 5Hz, 1H) , 7. 1 4 (d, 
J=9. 2Hz, 2H), 7. 38 (s, 1 H) , 7. 5 0-7. 5 5 (m, 3 
H) , 8. 46 (d, J=4. 9Hz, 1 H) , 8. 61 (s, 1 H) 

3ffi##rffi (FD-MS, m/z) :415 (M + ) 

N- {5- [2- (4-7;M-o) 7x7^-/] -bT'Ji^U} — N / - {4- 
[(6, 7--^^h^->-4-^'J^) t4->] 7x-;l} ^1/7 (2 7 9) 
6, 1-*J* h + i/-4- (4-7^7*; + ^) +;>J> (5 3mg) £ 
(5ml) »cJoil*JBU h'Jxf;l/7;> (1ml) h 
•J7txy*> (5 8mg) £flD*.x 4 ^HWHJUaBfE L fc« Rfctt*;: 5 - 7 $ y - 
2- (4-7;M-n) 7xy + i/f'J^> (9 5mg) £2)D;U 1 9&NUn£a 
mitzo RJfcttfcKM*** h U »>A*»tt*ai^.> it^^T2H]!lfctbL*: 

8*U g2t£?oo*;UA/7-fe h> (10/1) -CJg§l?-Si/ 'J iif)],*? 

* 0 
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1 H-NMR (DMSO-dg, 500 MHz) :<53. 94 (s, 3 H) , 

3. 95 (s. 3H), 6. 44 (d, J = 5. 5Hz, 1 H) , 7. 01 (d, 
J=8. 5Hz, 1H), 7. 12~7. 24 (m. 6H), 7. 38 (s. 1 
H) , 7. 51 (s, 1H), 7. 59 (d, J=9. 2Hz, 2 H) , 

8. 01 (d, J=8. 6Hz, 1H), 8. 19 (d, J=2. 4Hz, 1 H) 
. 8. 46 (d, J=4. 9Hz, 1 H) , 8. 7 7 (s, 1H) , 8. 89 
(s, 1H) 

WMftmm (FD-MS, m/z) : 52 6 (M + ) 
3Ufe0»J2 4 4 

N- {4- [(6, 7-^^y-4-^/'J^)^y] 7 ^-M - 
N' - (3-SM j-JUT I J 7^-)V) UUT (2 8 0) 

6, 7-¥* h + ->-4- (4-7;;7iy + -» +7 U > (52mg) £ 
h;U^> (5ml) lcM&gj|?U MJx?-;U7i> (1ml) ^Ua^tz^ b 
>)7*x¥> (55mg) Ztiaz., ZftmmmMtftltZv JxJtmz 3 - i? * 1- jl 
TiJT-V> (6 9mg) £fln;L> 1 2WmmM\.fz Q mm^mim 

±w v^mmzmz.. w^m^j^2^mihLtzm^mm^mmM^x-m 

A/7*r> (10/1) T"g§l^*^'J#W*75A?D^ h^77-f -{Ccfc 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 6 2. 9 2 (s, 6H) . 

4. 01 (s, 3H), 4. 03 (s, 3H), 6. 41 (d. J=4. 9Hz, 
1H), 6. 48 (d, J = 8. 6Hz, 1 H) , 6. 56 (d, J = 9. 2H 
z, 1H), 6. 88 (s, 1H), 7. 08 (d, J=9. 2Hz, 2H), 
7. 14 (dd, J=7. 9. 8. 5Hz, 1 H) , 7. 35 (s, 1 H) , 
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7. 41 (s, 1H), 7. 45 (d. J=9. 2Hz, 2H), 7. 55 (s, 
1H), 7. 67 (s, 1H), 8. 45 (d, J=4. 9Hz, 1 H) 

M£*ftt (FD-MS, m/z) :4 5 8 (M + ) 

mmm2 4 5 

N- (2-b KPt->7x^) -N' - {4 - [ (6, l-'J* Hr*>-4 
Z±ZJL!k) ±±2] -y^-M (2 8 1) 

6, h**>-4- (4-75;7x;**» *y>J> (1 0 5mg) 

(10ml) Kfln*&fcA¥U MJi*;U7S > (2ml) £Jn;l*:^ 
h'j7txy> (1 1 8mg) ^Jo^ 2#Pmtfc§rLL/c 0 EJCttlc2-7$ 
y-7 i y-;b(77mg) £fln*.. l 0 &®tia&i&m L fc 0 RJS»[i=KitoK*^ 
h U "7 A7kfg&£ flD*. ? u o * ;b ATM L fc&W«JI£fS?D&&7i<-t?ifc# U 

U mm<D4k&®£ 8 6 m g . JR$ 5 6 %T*mz 0 
1 H-NMR (DMSO-dg, 5 0 0MHz) : 5 3. 94 (s, 3H), 
3. 95 (s, 3H), 6. 45 (d, J=4. 9Hz, 1 H) , 6. 7 3- 
6. 88 (m, 3H), 7. 20 (d, J=8. 6Hz, 2H), 7. 39 (s, 
1H), 7. 52 (s, 1H), 7. 59 (d. J=8. 6Hz, 2H) , 

8. 0 3-8. 0 8 (m, 1 H) , 8. 19 (s, 1 H) , 8. 4 7 (d, J = 
5. 5Hz, 1H). 9. 46 (s, 1 H) , 9. 95 (s, 1 H) 

KS##f|fi (FD-MS, m/z) :43 1 (M + ) 
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N- (3-b Kp»'>7x^) -N' - {4- C (6, 7--^^ h^->-4 
-*/tW 7x-i) frUT (2 8 2) 

6, h + i/-4- (4-7;;7x/ + y) U > (1 1 5mg) 

£h;Ui> (12ml) IcftjMtJgjKU HJx^JUT^ (2ml) *Uaz.1z'&^ 
h>)7*xf> (1 l 3mg) £tlD;i> 2 Lfc a E£ttf;:3-7$ 

^7xy-;K73mg) £fln*. % 1 o^mmmMMitzo KfcfcfclSSfcjc** 

X H-NMR (DMSO-dg, 5 0 0MHz) : 53. 94 (s, 3 H) , 

3. 95 (s, 3H) , 6. 3 5-6. 42 (m, 1 H) , 6. 44 (d, J = 

4. 9Hz, 1H), 6. 7 7-6. 8 5 (m, 1H), 6. 98-7. 08 
(m, 2H), 7. 20 (d, J=8. 6Hz, 2 H) , 7. 39 (s, 1 H) , 

7. 52 (s, 1H), 7. 58 (d, J=8. 6Hz, 2H), 8. 47 (d, 
J=4. 9Hz, 1H), 8. 57 (s, 1 H) , 8. 73 (s, 1 H) , 
9. 3 1 (s, 1H) 
Il^ffi (FD-MS, m/z) :43 1 (M + ) 

HWJ2 4 7 

N- (3-fc Ko*i/ft;l/*'-;U7x-;U) -N' - {4- [ (6, l_z£* 

-*y>J_;U) 7x-;l/} 7 1^7 (2 8 3) 

^Sfe0U 9 7-e*§*:N- (3-xh+i/*W-;l.7x^) -N' - {4- 
C (6, 7-v?^ h + ->-4- + ;'J-;W 7*^;U} 7^7(190 

mg) (3ml) K»»U 3 5%7k&*t# U -7 ATkfcfc (5m 1) 
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1 H-NMR (DMSO-dg, 500 MHz) : 6 3. 94 (s, 3 H) , 
3. 95 (s, 3H), 6. 45 (d, J=5. 5Hz, 1H), 7. 20 (d, 
J=8. 6Hz, 2H), 7. 3 8-7. 6 5 (m. 7H), 8. 13 (s, 
1H) , 8. 4 6 (d. J =4. 9 Hz, 1 H) , 8. 88 (s, 1 H) , 
8. 97 (s, 1H) 

KS#ffli (FD-MS', m/z) :4 5 9 (M + ) 
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listar-Kyoto^ y b (B#^*-;l/XU '<-tt^£A^) i: WBS^til L. 
v-f>^(Nephron, 22, 454 (1978)) KJ^T^tt^&^Uco C*l£. 
10%->^ffifii^ COT* FCS iBg-T) £^fcRPMI 1640 igiffi (£TF. ^tBS 

tVy*<?I±mfc*2 4/t¥E"/l^- HcJfgU 10%FCS £^f>Jg*fcKT2 

b Pai^s l ^ 0 m# i * x o m 3 x 1 0 4 ® t u -> izi%&-&&&& 0 . 

£Rfc£U &#L/c«£500 <D*gi&'Cfc&'& > 0. 1 *>Jfll«7'^5 
> (OT. B S A ift-T) £^t;^J*£ 2 5 0 ft 1 L/Co fvfcXA** 
>K (ETF. DMSOiBSt) lc»»*#fc««ll^*C0«it6lcl. 3 8 # 1 
SSJoLTS^^ 3 7treiB#HK >*x^- h L/c 0 t h ffi*£;LS!ifii/JvREb 
*it5tSTBB^ (OTs PDGF-BB £0. 1% BSA£#t;£itfclc&ft¥$-£ N 

Ztl£1&m&t><5 Ong/ml i^S«i:9{w«.'t7x;U^2 5 1 fojRflDU 3 7^ 
T?l O^feK >+a<-hUo U 5 0 0 ft 1 0 U >&jfg®£g£ 

&7k(pH7. 4) O^T. PBS iiS-s") TNBg&ttflttL fflfl&KqTigtfbgSfc 
(IX Triton X100 . 2oM h/<*$?;U&* h x ) lmM xf- U> x >4 
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1»2*HJ*A COT* EDTAiBSt) *dt? h U X*gffi£g£:lg7k (pH7. 
4%) ) £50// 1»L^ 0 4 < tT-305>F H 1£U:&g^-5C<!:-e«^Rj^bU 
1 %5 * U ;HKtt^- h U 0 A (OT. SDS tiSt) h 'J 

K£PVDF7-f ^-icm^ttKfe^U C07^^-i:o^t'J >M{£*ai/ 

PDGF-BB ©»HCct*)gB'J ^IMfcfcSttfcPDGFSStt <3H^S : ftl 8 OKDa ) 

PDGF-BB jgfeDDlCj;SPDGFSSft©aay >iMbfi£l 0 0%. OTDGF-B 
B ^SjDLT^ttl^i^twfcJ^saSU >^k*^0%<»:LT. £^;UDg 
a»J >Kfb$£&gLfc 0 

>»<blwj*f SIBW**16. Cftfr&lH»ii»flteRJfeLT* &S*IS£tl©PDGF 

sKS»aau >8Mb5 o%pi^«s c i c 50 ) **aiLfco 

*5IWO<fc^ft©PDGF5S(*aB»J >&tt5 0%Pl^ffig ( I Cgg) \$ 1 0 0 
*SSHJ3©#* LWb&&f*©ft^0JfcKILT. y ^>*7A$fflBSl;::fctt£PDGF 

^ftsau>^b5 0%Pi^«s (i c, n ) ©«**j&2*ic*£©t** 0 



WO 97/17329 



209 



PCT/JP96/03229 



121 
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smm2 

li¥6E©ittt Wistar-Kyoto v y h (7illft) (B#f-+-;UX'J'<--ifcfr 
OX-7 (Pathol. Int.. 45, 409 (1995) TPS!! Lfc) £1. 2mg/kg©fflS 

1 : K 2 5 %OT©®ft^£I836 6 

2 : 2 5-50 K©«<BPf££B«> 5 

3 : frnVm K 5 0 ~ 7 5 96©«{bJP?££gto 5 

4 : 1 7 5~ioo %<Dmtmmzm#>6 

=t7timu jmtmitomm (%) £3?fcfciLfco WAfaftJtttBartlettj* 
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1 Omg/kg 1 1. 7 P< 0. 0 5 

3 Omg/kg 1 0. 2 P< 0. 0 5 

1 0 Omg/kg 1 3. 7 P< 0. 0 1 



1 <b^#^4 3<D4t&®}®-?<yx&MmMm cp 3 8 8) 

7^XM«SSP3 8 Smm (ATCCA^A?) £lxl0 6 <IJKJ8f*3K 

1 3 o%<Dm&%)%i)W#>t>nfco 



2 Jb£%l#^4 3<Pft:&%[g>fc h?*U*-v« (GL0 7) tcfthj-SinJj 
K#*IU fflJS«^l*U 0 0mm 3 ffl&\zU^tzm&-C&n®mmtm®¥-m<i% 
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mwmz itttzt* (DMmmo x b g ©jm#«£ c x , &mt&®&$-m® 
mmftmzTxtu mmmmmnm ctgir) = u-tx/cx) x 
i o 0&$.#>tz o %}4mm®mkm®tpx\ s*cdtg i Riii7 6%-e*^ 

3 *&w®fc&®<Dt h?')*—?mm (gl o 7) (^-r^^^m 

2- Ks">x legist. fltft#8ft<l 0 Omm 3 gft£ttofcB&&T4H£0tt*fl: 
■^i¥©ffimf*SteTx£U M*i$S«H» (TG I R) = (1-Tx/Cx) 
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2 1 6 



mmmmmm 
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86 

52 
8 7 
63 
65 
84 



©■»*at©¥J3jW£-fc tt * J: ^ K 1 » 4 o izm& U 100 mg/kg 

L^o ctit>®Hsii5isP» (tgir) (Dm&tmAm^to 

mmmmmmm 

a«a« mm ctg i r%) 

(4 3) (5 8) 

COL-l colon 68 74 

St-4 stomach 78 86 

L-2 7 lung 8 3 9 6 

**WHLfc 0 



(2 5 5) 
(2 6 0) 
(262) 
(264) 
(2 6 7) 
(2 7 2) 
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«»fli4 

>mmm& ^ g * £Mt § flu 

-St9~l 0E©*£&DBA/1 JNCrj^T. (9ill$) (B*^ + -;l>X 
■J'<-ttfr&A^) *ffiC*fco 5Bl©«>^**IIS37-y>0. 
(K— 4 1, 37- Y>&ftr9H££) > 1 5 mg© Mycobacterium tuberculosis 
H 3 7 R a (Difco Labs.fr t> A?-) x 2. 5iDl©£31&&fc*><i;tf 7 . 5ml© 
^7D^f > K7i>'a/<> K (Difco Labs.fr^A^) *^i7iy 3 >£|g 
»U v>x©g«ac3illSI©KIBlT-2®. IE^/cOO. lml^TS^-LM 
W3fc*»»Lfco 3£$lte? lx*:7*-;i,<hDMSO£*ft-etil 0%^t;^S^ 
*tt©jK»«c»iB*^ 20B©iv;l/>?3 >S-^HuHfrt. 1 6 BiaHfeBAUBrt 

ngs-^g &!imtm/mmiMm %m%&m (.%) 
mmt 7/10 70 

lOmg/kg 1/9 11 

lOOmg/kg 0/10 0 



Rh©£mfr S>ft£$l#^ 4 3 ©{b&« >H*ttBM5^©56ffi*«i 
$>J1-^C<hfr'W^L7t 0 
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it * © m m 




CD 



{5^ R 1 fc^I>*R 2 liTOJ(wH, C^CgTW^iK 
R 1 iRgfi-^JC^oTC x - C 3 <D7 )l*l< >*%-f&t Z k©T-&i^ Wfi 

1. Wf)<CH(Dm^ 

(a) XtiOSfcteST&tK Qtis 

^ (ID : 




K4\ m(il, 2*fcli3T&*K R 3 iiTOcCN N OH. ^n^> N 



WO 97/17329 PCT/JP96/03229 

22 1 

3$ (HI ) : 




C 1 -C 4 7^3+^T'*>t)> Y. ZiiP$fc£;fctiteBJfcN£fcliCHT&-5] 
a (IV) : 




(b) XttOx Si/;{iCH 2 T^^ Q(i N 
S (V) : 




5 1 
C 4 7,M^bT-£>i9. AliCj-CgT^I/*^ C 1 - C g 7 JHr^wK ^tt 

(C 3 -C 1Q ) 7;M^k Cj-C^^a^-^^f-^ 7x^k ^7 
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T~&Z>i)\ lfl*.fctt2flOSBRIR ; ?*WU It**,* 
CflHEfcj^ z>m$l £ ti S h 9 1 fi© ^f- d L T *> «fc ^ 5 - 1 li 6 - 
J|©£SIK;©^t- o 7 U -^g£> S l^li 9 - * fcli 1 0 -*©2XJt5S©^x □ 7 
U-;UgT'*t)> AT'St>^nSCtlt>©7^+^S. 7'J-;H^fcli^fD 
7U-;l>gfcU CN. N0 2 , OH, NH r ad^x C x - C g 7.rt>*;k 
3M* ( c 3- c ! 7;t/+;U > C 1 -C 4 7;b^ + ->s C A -C 4 7;l/3 + v/ 
t))l#—JK C 1 ~C 5 Ti/JK C j - C 5 7->n*v\ C 1 ~C 3 7;U^b> 

^^•> N c 1 -c 4 7;u*;i/7 5 y s ^- (c j -c 4 7;M^i0 75 a 

C0 2 H, CONH^ N— (C 1 -C 4 7m) 7 5 H\ N, N-v>- 
(C x -C 4 7;U+;U) 7 5 r\ C 2 -C 4 7^+^7 5 h\ h'j7^D^f 
;k C 1 -C 4 7^+;U^^ 7x-;k l!57x-;k 7i/**> N lll7x 
y + ->, 7x-w^ n»7i-^^ 7x-a (C 1 -c 4 7^+;i/) N 

I^7x-^ (C - C 4 7;U+;U) , f 'J S>;k h°7 i^Jk t'U 5 

eu^s?— Jk t°DUv>'-;k f^u^-^k ex-^-^k **^7^ 

^;U*iJjr.;k *yUJk +^VU-;k <>W;k ■»'<> , />r ^tfctt 
C 2 -C 4 7->^t>S!R$tlSl~5ii©lglS^WLT^Tfc«fc<. BJi. 
0. S N NH, NCN. NRg^feiiNORg C:t\ R g ttC j - C g 7;l/ 

2. Wj&<N©JS£ n XiiO, SSfciiCH^&'K Qli. 
5* (V) : 
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is k. A^cfcO'B«t>-ftlfe±l5<h|S|S^T*5] T*So } 

2. 5$ (I) rk W^CHT-fctK X^OSfcteST&tK Qj&<5$ (II) , 
5£ (III ) (IV) T'*£*lS, ttJfc£Ulffi«0*/ 'J >St^fc«tC>' 

3. 5$ (I) «k W^CHT*^ X^OTfc^K Q*<3; (II) N £ (III ) 

(IV) T-TfiZtlZ, lf*3gl{cl5ifeO+y 'J >R»ft:*J:CF-t<i6©Jl| 

4. 5* (I) tk Xrt<O x SSfcttCHgT&'K (V) T-jj^JlS, 

5. it (I) ck RjfcitfRgjWlJgiJIwC x -C )l* ^ W 
5£ (V) K (V) tk j*5,fctfk*<0T?*^ Bti. 0. S. NOR g (:: 

6 . 5£ ( I ) rk R j fc R 2 Wijl: C 1 - C g 7;U*;l^& t) ^ Q# 
it (V) K (V) 4\ j *< 0 T*& (9 k a< 1 Tfc t tzit j *K 1^0 
^ok^'Of*^ R g JUT* !K B(i. 0> S N NH, 
NCN. NRg^^tiNORg (ZZT\ RgteC j - C g 7;U*;U-e&S) T" 

7. 5£ (I) tk R jfcitfRgjWMSiJJwC 1 -C 5 7;l/*;l>-7j£*K Qj&< 
5$ (V) K (V) tk jfccfcD f k^ifc<clT*»3> R 5 ^©giJ(C7K^t^{i 
^f-;l/T*t)> B(i N 0, S> NH N N C N N NRg£*:liNORg (CCT\ 
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8. 5£ CVI) : 



O 




(VI) 



K4\ WJiCHSfcliNTibtK R x *><ktfR 2 fiflSOKC x - C g 7;M=- 
Aliy?-;k xf;k -/ah°;k -fV^ofc^k :7f-;k * 7 7f\>k 
<y=f-)K WVOf^k '>^D / Of-^k J/^d«n 
*->;k s^o^y^k 7i-Jk i-y^-JW 7il;k ^j=.;k t°»j^;i/£ 

t e ;l/7^y N VO-byX J ^ HJ7;k*-o/^;k y^;k ^;k 7ok°;k 
-rv^oe;k s-7f-;k t -7>;k y h**>^ 
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j (i 1 T*& «9 j^o k Ji 0 T£> 0 . R j fcck R 2 teflSijK C 1 - C & T ;l/*;UT- 

of;K •/5 L Jk <<v7f-;k s-y^;k t-T^k *c>f-;k 'fvof 
;k ^o'Of-jk ^^o^+^k i/^o'v/f-Jk 7x^jK ^-7^;k 

©T;U+;Ug N T'J-^gt: Altera 7 'J-;USfi> 7;M"o % ?op n 7d 

$A yxf;b7;7, ^ot^T;;, ^7>;l/7SA VVyjlXv/?- 
;k yfvk i^;k 7nbX -fV^nhVk 7>/k f VT'f-Jk s-7f- 
;k t-yf-;k ^ + + ^d^a -Y V7 , o^+->^^(i7'h 
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K*K WliCHttliNlri!3, R 1 ttzltR 2 ttflSijCC x - C & 7-fc* 
R 5 fi®BiJi::zK*£ f-;UT-&t)s AliCj-CgT^k 
C j -C 4 T;u^-;k v?o^s>^;k 5/*n'Mr*>;k o^T'f-Jk 
c 1 -c 4 7Jt/3**>#;i'**-;k 7x-;k *7f-;k fx--»k < 

>VW;k 7-fe^Jk t°'Jy^ tr'J5 5?-;k fo'j^K tX'Ji?-;k 

7;l/*;bS N 7»J-;l/S*fc(i^\xo7U-;USliN ^oy> N $/7A C0 2 
H. CONH 2 . t Kd + -a - hOs 7;7, C j - C 4 7;Mr;b7 5 J . v 
- (C 1 -C 4 7;U+;U) 7SA C x -C 5 7->o*>\ c 1 -c 5 7v;k 
C x -C 4 7^;Uf-^N h 'J 7Woy f-Jk C 1 -C g 7A*;k Cj- 
C 4 7^a4-->;k C 1 -C 4 7^=»*S/*^-=-»k N- (C 1 -C 4 7;M : - 
;^) Ti H\ N, N-v- (C 1 -C 4 7;b+;b) 7 5 K> C 2 -C 4 7;M^ 
Ti b\ x^U>v?#*v\ 7x-Jk 7x7+k g&7x-;k <>W;k 
b°'Jv;k f5^--»k £lUv*x;k t°'J*'v-Jk +y'J;k £ 
U-;u^bWi$*iSl'-5fioiBSlS^LTOTt>J:<. Bti N 0> S N N 
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11. 5$ (IX) : 




;i/T-*t)x R 5 ttfi»iJ{C7k5!l*fctty^^T-*Dx AliCj-Cgj^k 
Cj-^TJHr— ;k ->^DOf-;K ->?n^+Wk >^a^^;k 
C 1 -C 4 7;U3 + '>*;l/**-;K 7i-;K i-yf-JK <f-x-—)W < 

>W;k 7-tr?-;k fll^Jk flUv?— ;k t°o 'J y_;K f^U^— ;k 

7^4- ;US. 7 1 J-^St^(i^7 L o7'J-;USli. ^d^> % ->7; n C0 2 
H N CONH 2 , t Kp + v. -ho, 7$ A C j - C 4 7)V*)IT i v 
- (C 1 -C 4 7^+;U) 7U N C 1 -C 5 7->D + k C 1 -C 5 7->;k 

C 1 ~C 4 7;b*;Uf-*N hVyjisj-a/^JK Cj-CgT-M^k C.- 
C A T)lZ3*=yjK C x -C 4 7^3 + '>*;b**-;k N- (C 1 -C 4 7>'b+ 
;10 7 $ h\ N, N - v- (C 1 -c 4 7;u*;u) 7U\ c 2 - C 7;U*;b 
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12. 5; (VI) + N w# C H T-*> * . I»3&g 8 (cfgig©* y tf >^#:te X 

l 3. ^ (vii ) w*<cht£6. ii*i|9 iciBig©+y y 

14. ^ (viii) w*><cht*£. rnxmi 0(cism©+y >j 

is. 5?; ax) w^cht^Ss liwietfc©*; u >mm#ts 

1 6. 5£ (X) : 




(X) 
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>»UT-*(9> RgiiMSUlCTk^tAite^^T&tK AliC 1 - C g T;M^k v 
jrwOf-A,^ v^a^+^k v^o'v/f-zk 7'J;k C x - C 4 7;Ui34- 

©T^+;US> *fcti7'J-;l/gfcU OH. COgH, 7)l>*n^ ?dd n 7o 
t % 3-F,_hn x v?- (C 1 -C 4 T;U+;U) 7;7, xfu>-; 

7Hzh*>\ t+frl-it^ C 1 -C 4 7>»b3 + i/^;U^;l, N h'j7;U 
^ D ^^K C 1 -c 4 r;b+;k C 1 -C 4 7;H3 + >. fje^k tfzlty 

17. 5$ (XI) : 




K4\ WliCH£fctiN-e**K RjtfcaRgttfiajlcCj-CgT^* 
;UT"&*K R 5 li»J(C7Km^fcliy f-^UT^f). A(iC 1 -C 5 r;U+;k 
^DOf-;k >^n/\+v;k S/^D^f^k 7'JJk C^-C^T;^* 

©7;U*;l>S. £fcte7 l>-;Ugt^ OH. COgH. 7;fc*D x *do n -fu 
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7-feh*i^ C j - C 4 T Jl^^'ytDl^— ;k h'J7;U 

*ui*)\,^ C 1 -C 4 TJU*JK C x -C 4 7;b=»*^ fU^k 

18. a (I) «k W^CHf*^ X7&<OT£*K Rj^fc^CfRg^ifc 
icy^UT&fr), QOtt (V) K (V) ^ j fc^'kaWJlcOtTttelT- 
fcl?. R 5 ^7K^T*0. AliC x -C -7-M^k ^nO^k ^ c\ 
+ v;k v/^o^^f-;k 7'J;k C x -C 4 T)la*i/*>)i;tf-jK 7 x-Jk 

^fcli^vroTU-^Sii. O H N C0 2 H, 7Jl*a, ?dd x ^d^ 3- 
h\ -hD, 75 A v?- (C 2 -C 4 T)ls*)l) 7$ A xfU>^+i/, 
7-t?h*i/ N ^fift, C x -C ^T^S-istUlX-)^ h'j7Mayf 

;k c 1 - c 4 7;i>*;k C 1 -C 4 7;P3 + -> N b°u ! J)W Jfcli7x^> 

b;gft£ft£l~5ll©g&g£WLTt>T*>c!;<, Bfi. 0, NH, NC 

19. 5£ (I) 4\ W*<CHT*i3x R X s R 2 *<<hfe{iy f-;l/Tr&tK 

2 0. 6, 7-^> h+->-4- (2->h + ->7 i ; + -» 6, 
7-5*;* h*->-4- (3-^ h*>>7 i ;+'» U >s 6, 
*>-4- (4-y ^->7x; + •» *y »j 4- (3-7;^D7 i ;4 i -» 
-6, 7-i>7b4^yJk 4- (3-tKo+->7x; + -» -6, 7- 
y^h+iz+yj^ 4 - (4-7d*7x;+-» -6. 7-s;yh*v'*y 
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U> s 4- (3, h+->7x/ + -» -6, 7-^h + -WJ>, 

6, h^->-4- (l-7-7W+-» +;'J>, 6. 7->Vh + 

S/-4- (2-^-7f-^**-» +yj>> 6, 7-?/ h + ->-4- (5-^ 
h + -*:7^;M-*i/) *7 D > N 6, 7-y7h + ->-4- (6-y h 
2-* 7 *yj 6, 7->7h+->-4- (7-n + 

^-2-^7f-^**5/) *>"J>. 6, 7-y7H->-4- (5-*y;;U 

6, h+v-4- (6-*yy*t*-» *yi>>. 

4- (4— f>KU^4-» -6, 7-^h*WJ^ 4- (5— <> 
K'J^**'» -6, 7-^h^^;'J>, 6, 7-5?n^>-4- (3 
-y h^->7x-W) +7 U >*yttt6. 7- >V h + i>-4- (4-y h 

+->7x_;w) *y y >^e»«R$n^ 1 fciHttoss (i) t-^*> 

21. (4-n-W7x^) {4- [(6, 7-^h + i/-4-+ 

y »^) 7x_;H (4-t-7f^7x_;i.) {4 - 

C (6, 7-^h^-4-+yj;b) 7x-M y*y> N (4- 

h'j7;bta^f;l/7x^) {4- [(6, 7-y7K->-4-+yj;b) 
:7a^;U} y^y^ (4- t -7f;l/7x_;b) {4- [(6, 7- 

h*:/-4-*i-v*'j^;i/) 7x-;u) (4-t-7^ 

Jl7*~)l) {4- [ (6, 7-^ h + ^-4-+y 'J Ad t*)V\ 7x-A} 
N- {4- [ (6, 7- -TV h + ->-4- + y U;U) 
-i/tu^*-*>ij)\,X*Vi h\ N- {4- [ (6, 7—7* h*'s-4 
-*/'J;lO **c*A 7x_;H - (4 ho7x-;U) *7;M-;*ifS h\ N 

- (4- [ (6, 7-e>y h+«>-4-+;'j^) y^-ji] - (n, 

N-iJyf;l,7;;7x^) = h\ N- {4- [ (6, 7- s J* h 
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tfS r\ N- {4- [ (6, 1-9* h + ^-4-+;U;l/) 7i^;H 

- (4-n-yf^7i^) *;t/*>^^ Kn N - { 4 - [ (6, 1-9* h 
*->-4-+yj;l/) 7z^} - (4-^h + v/7x-;U) a*** 
IK h\ N- {4- [ (6. 1-9* h + ->-4-+yj;l/) 7i-i} 

- (4-^ot7x-;l/) #;b***-!K h\ N- {4- [ (6, 7-S?y h*-> 

(4-n-yH7i-;W — N' - {4- [(6, 7-^^->-4-+; 
*))]/) 3r$-9'} 7x-;H -7 1/7. N- (4- t -7f-;l/7x-;l/) -N' - 
{4- [(6. 1-9* h + ->-4- + y 'J;U) 7x-;b} »7 U7> N 

- (2-h'J7Mo^f;b7x-;l/) — N' - {4- [(6. 7— ^ h*5/ 
-4-*yj;l0 7x-i} >7l/7> N - (3- h U 7^toy f-;b7 

— N' - {4- [ (6. 7- >>V h*->- 4 ;U) 7i 

^U7> N- (4-h'J7;^Dyf;i/7x-;W -N' - {4- [(6. 
7-S>y h + v/-4-+yjyl/) 7x^;H >7l/7> N — (2-^ + 

->7x^) -N' - {4- C (6, 1-9* h + ->-4-*;'W 
7x-;b} -71x7^ N- (3-^ h*>7x_;U) — N' - {4- [ (6, 7- 
h + i/-4- + y U;U) 7x^A} «7U7. N- (4-^ h*i/7 

x-;b) — N' - {4- [ (6. 1-9* h+'>-4-*y'JA) 7i 
-71/7, N— (2-7^n7x^) — N' - {4- [ (6, 7-vM 
h^i/-4-+y';^) 7x-7H -7U7> N— (3-7/^D7x- 

7U) -N' - {4- C (6, 1-9* b**>-4-*y IW 7^;H 
"7U7> N- (4-7Wn7x^) -N' - {4- [ (6, 1-9* h*v/ 
-4-+yj;b) 7x-;H -7P7> N- (4 -74r^;b^x-;U) - 

N' - {4- [ (6, 1-9* b*9-4-** W **9] 7x-;b} 
7. N- {4- [ (6, 1-9* h*5/-4-*/ U-rtO 7x-;H - 



WO 97/17329 



233 



PCT/JP96/03229 



N/ -n-^Dt'^l^Ts N-n-rf-^-N' - {4- [(6, 
+ >-4- + >"J;U) 7x_iW U7, N — (2-7Mo7x^) 

-N' - {4- [ (6, h*^-4-*^-yU-*) 7x-;H 

■7H> N — (2-^ h+>>7x-^) -N' - {4- [ (6, h + -> 

-4-*^»/y-/U) 7x-;H »7l/7> N- (3-^ h*«>7x-^) 

-N' - {4- [ (6, 7-v>V h*->-4-*^/'J-;U) 7xz;H 
7U7^ N- (4-^ ^>>7x-;l/) -N' - {4- [ (6, 7-v?y h*> 
-4— +-^-»/y-A/) 7x^;H »7l/7\ N-n-7f-;b-N' - {4 

- [ (6. 7-v>V h*->- 4 ->U) 7*-;l/} 
{4-[(6,7->M h*-/-4-+;'J;l')t+->]7xz;l/} [4 U y 7* 

{4-[(6, 7->7 h+->4-+; 'J^)^>']7x^;i/} [4 
-t t D>jy;7x^] /*y>. {4-[(6, 7-v>v 
•>]7x^} [4-t°^u 5V 7!^^] H2,4-^^dd7xz 

;U)-N'-{4-[(6, 7-5>> h + v-4-+y ';;U)^ + i/]7i-;l/}«>UT N N-(3. 
4-i>^nD7x^;l/H-{4-[(6, 7-SM h*i/-4-*y iJW+->]7x 
-^•7U7x N-(3, 5-^^dd7x^H-{4-[(6, 7-5* * h + ->-4-+ 
y 'J;l/)t*'>]7x-;l/}9U7> K-(4-^OD-2-^fJb7x^l/K-{4 
-[(6,7-5^ h + '>4-^; 'J;l/)^'>]7x^l/}'7l/7> N-(3-7;;- 
4-?qd7x-^)-N'-{4-[(6, 7-5V h*->-4-*y 'J^)t+J/]7x- 
^}7 1/7, N-{4-[(6. 7-5? y h + ->-4-+;'JW+->]7x-;b}-N'-(2 
-f'J^;l/yf-;W)«7U7x N-(3. 4-v ? 7;l/^-o7i^JU)-N'-{4-[(6, 7-5? 
^ H + 5/-4-+V »J;U)**5/)'7.x..=JU}'7U7^ N-(2, 4. 5- h 'J7WD7 
x-;U)-tr-{4-[(6. 7-5V h*->-4-*y UA)t*i/]7i^}-)U7s N- 
(3-^dd7x^)-N'-{4-[(6, 7-5>V h*->-4-*y 'J*)t*i/]7xi 
A*«7l/7^ N-(4-t Kd + ->7x^)-N'-{4-[(6, J 
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2 2 . lt«g 1 ~ 2 1 <ZH *-f *i^-«lilB«Olfll^**I^SH?SS(* s 

2 3. m$$ i~2i <D\,^nfr-mztffi<D{t£®&&tfznz®m&m 
2 4. ~2 1 <D^irnfr-m\z&m<nit^&&tfzn*<Dm£m 

2 6. W#E1~2 lO^-fn^Sl-KKOft^ftfei^^n&OH^W 

2 8. f&3jSgl~2 lCl^tl^-^JwiBttO^^fc.t^^n^CDlil^^ 

2 9. fjt#«l~2 l©l-^n^-5tw|2IR©^^3fc<tCf-E-nbO||#W 
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3 0. 10*51 ~2 1 ©^rn^-«lc|E«o^^a*J«k0 f *n6O^fi«i 

3i. it*55. 8. l 2®uf ! n^-5iwie«©ib^#j*>J:^n^©m 

3 2. fS#57. 1 0. 1 1. 1 4. 1 5. 1 6. 1 7. 1 9©^-fn^— 

3 3. H:&S7. 10. IK 14> 15. 16. 17. 1 9©^W- 

3 4. §if#S7. 10. 11. 14. 15. 16. 17. 1 9©lvf*l^- 

3 5 . mzmmnm&ommzmtzm^izfemmmon&M 1-21© 
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